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(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (I) and pharmaceutical!}' acceptable salts 
thereof: a process for producing the same: and drugs containing the same 
as the active ingredient: (J) wherein W. X and Y represent each carbon 
or nitrogen: U and Z represent each CR 2 , NR 13 , nitrogen, oxygen, sulfur, 
etc.; the ring A represents a carbon ring or a heterocycle; R 1 represents 
alkyl, alkenyl. alkynyl. NR 4 R-, OR 6 , etc.; and R 3 represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general formula 
(1) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome, 
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Alzheimer's disease, alcoholic or drug withdrawal, etc. 
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=jjU^-=i h a t^&ttSS-T- (Corticotropin Releasing Factor : CR F) 1981 

mctyz?UfcTnfrb]¥-misfritz4 ii©7$yi^fm^ z\<d 

CRFte^J*T»b;&iiJ£*l> F^TS^b^g'JW^K^^^ (ACT 
15 H) ©:&»ti5&feoTV^:: fritz [Science, 215,377-379(1982)] e 
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• I. 

femz it u$ - 2 <D *) h t? 4 2 |3 6 0 

C R F <q J&pt:: £ .o V $ titz. A CT H iJ WfeMfr fe <0 =» y*- 

££>$IH£# S &5 [Science, 226, 1342-1343 (1984) ; Neuroscience and Behavioral 
Reviews, 22, 635-651, ( 1998) ; J.' Endocrinol.,, 160, 1-12 (1999)] 0 

X.tfx [Science, 223., 1561-1564 (1996)] x -j&EI [Endocrinology, 122, 

5747-5750 (1996)] , jglfett^^ [Am. J. Physiol, 251, G582-G586 (1987)] x 
Wfa$M [Psychopharmacology 122, 184-190 (1998) ] V £ ft It A Jfa. [Soc Neurosci 
Abstr (Nov 4-9, New Orleans), 807.5 (2000)]. 0 
15 — CR FIS* hV^%^<||j;boTV^ 0 Mx.t£, CRF»[; 

[Nature, 222, 331 (1982)] „ 
20 fot, CRF^#H»5^J:li x CRF©«tia§EI, 
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%nbtiX^Z> 0 

(i) W097/29109 ^-mmmiz-te, —ip&t (A) , 

R 1A 




15 Ar* 

(5£f\ R 1A I1NR 4A R 5 \ tfcfiOR 5A tife^ 
R 2A t37VMVK T/^^^^r^ r/U^V^*"C*> 5 , 

20 R 4A teH, T/V^/K L<»^ (^o7^) ^ fvK V^P 

R 5A teT/MVK ^/-^IXtei? (v^pTV^/V) *?7K Ar 1A -C 

3 



WO 02/053565 



PCT/JP01/1158] 



i 

i 

(2) WO98/03510-5§-P/Bffl#}a2 N (B) 

R 3B 




(B) 



15 Z B teN£7tteCR 2B 7?£>^ 

~ 5 {®<z> r 4B -eet& $ tt/cv^ t i < , 
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R 3B «ri, '©R 7 \ SH N S (O) nR lh , COR 7B s C0 2 R 7B , OC 
(O) R 13B V NR 8B COR 7 \N (COR 7B ) 2 , NR 8B C ONIR 6B R 7B , 
NR 8B CO z R 13B , NR 6 . B R 7I \ TA^k ' T/Hr-^K 7/^~/K *S 

^7;^;K'N0 2 < ^n^>-^ N v^7/, ^d7/^;K NR 6B R 7 \ N 
R 8B COR 7B f,^t c ) 

X'Tjk £ fi z> 4h&W crf ^fctetfM bLXm^^thXV^ 0 
10 (3) WO98/08847-§-P^W^(i, -j»3C (C) 

' ; . B c . 

* . 3C A V 

A c (l^^fcfiCR 7C ^*^U 

B c ttNR IC R 2c , CR 3C R 2C R 10< \ C (=CR 2C R nc ) R 1£ \ NHC 
15 R 1C R 2C R 10C , OCR 1C R 2C R 10C , S C R 1C R 2C R 1 0( \ CR 2C R 10C 
NHR 1C \ CR 2C R 10C OR 1C , C R 2C R 1 oc S R lc £fcttC O R 2C *mt> 
U 

20 D c ^<tt>*E c {i^^ti^LT, MM. CR 4C \ C = C\ C=S, ffiMs 
CR 4C R 6C fcJ;t>*NR 8c ^b51^$n. 
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R 2C immz£ 5 l~3{Ii|^,-fi^*yc:(•4HS^^^•rv^T 1 b<tV^T• 
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77, 75;, 7;^vy-OH v CF 3 fffc!5, 
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10 (ii) C 1 ~ 8 T/W^f/K 

(iii) C 2~87;^;k 

(iv) C 2~8 7M=/K 

(vi)CF 3 , 
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t% 3 - i ot©iit i>< tt-gg^ffc&T-ili&SJWii.q 1-47 

5 (x)OR 11 R 11 ^ m ' . 

i • 

(ii) ,C 1 ~4 7/V^K 

(iii) C 5~6'©^§ff^ 

Gv) i ~ 2 jB®^[*jg^, , i mommwtt £ * fc» i fio«Kiui 

1 0 &f#tZ> -5 : t fc f± 6 & £fc tt 

I 1 I 1 

$*t/cC i ~4 7;^;^tfcf 0 ) N 
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(xi) S Hs ■ ; 

15 (xii)S(0) n R- 1,2 ;(i^ nttO," l*fctt2$r*frU R 12 « 
(i) C 1 ~4 7V1"¥/K 
(i0.C5-'6O^l, 

(m) i ~ 2 fi^s*^, i fioi^jK^ «t tv* fcf* i 

20 (iv)C 5~6 0£&§g|tt> t< ttl-2^@©S*lS^ lfiOSBRJBms 

j: i mvmnmttt'gGi-z 5* tan em^mmx-mm 

^fcCl-4 7^;^il9t 0 ) „ 
(xiiOCOR 11 , 
(xiv)COOR 1 \ 
25 (xv)CONR 9 R 1( \ 

(xvo c 3 ~ i o cowmh l < tt-m^mmm. 
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(xvii) i~44M<DMmw^- 'i^zmio&Mw^.te'zxf/'&tcte i ~2m<otit 

(xviii) ^ti^iV; CF 3N OCF 3v v'7;,-bP, NR 9| R 10 , or 
*\ =N-OR M V SH, S,(0) n R 1Z s COR 1 , 1 , QOOR 11 , CONR 

1 ~ 2fi®K*W?fc Jltf/Sfctt 1 ~ 2<B©«StHJl^ Sr^-TS 3-10 

io (D7K*WiF\ . 

(ii) c 1^4 7^*^ ' . ' 

(iii) C2~4W-;^ 

(iv) C 2~4>T?M^>'K 

(v) C 3 ~ 1 0 <£>^ t> U < ~ gt^HSIs 

15 (vi) l~4f@<2^fD!H\ l~2j@(D^J^T-fcJ:t>V^fcttl~2#l« 

(vioc3~i o<D&mtL< fc-mft]%mmx\ ttziti-imv&mm^ 

1 -2fi©»*JDR-?-*3 fete l ~ 2<B©fi£Hm^ Sr^i"5 3 ~ l 0 

&. 

25 JI©ft*3lt«:**>U 
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(ii) l~5^(DR 14 Tg^$ixTV^^^^L<(iilftm©C2~8T/^ = 

5 (iii) l~5ii<DR 14 Tgfe^L-CV^^t3L<^teg^C2~8T/^^^ 
A\ 

(iv)NR 4 R 5 (S*>, R 4 i5WR 5 liWWKLT, 

(ii) l~5iii<DR 17 Tfi^:$tlXVN5^ 1 bL<ft 4 lgmcDCl~l 5T 

10 

(iii) 1 ~5te©R 17 Tft&$*vr\^.5;M> t< nmW&VC 2-1 5. 

(iv) 1 ~5{@tf)R 17 Tfim$tlTV^?>^t L< {l^ffig^^c 2-1 5 
15 (v) l~5ffi<0R 18 ^ft&£;h/rV>5;&>'b U< ftltl©C3~l 5© 

(vi) 1 ~5|@<^R 18 Tfim$tlTV^2.^^ t< i ~4l@(7) 

20 (v)OR 6 (gt£ N R 6 fi 

(i) 7K^Jl^> 

(ii) C 1 — 1 0 T/l^/K 

(iii) C 2 ~ 1 0 7/^=/K 

(iv) C 2 — 1 0 7/^=/K 

25 (v) l~5^<£R 18 -Cg&£*VCV^^<b t< ttiti©C3~l 5 (D 
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(vi) l~5{®(DR l8 ^®^$nXV^?)^^U<«^S^Ol-r41®^ 

(vii) ^n^>fH^ CF 3 , OCF 3s i/TJ* ~ + ns N R 9 R 1 ° N O 
.5 R : \ = N — OR 1 \ S H N S (0) n R 12 % C OR 1 \ COOR 11 ; 

CONR s R IC , l-S^R^TS&^tlTl^^ L< te^g&W 
C 3-1 0©MtL<ttZ^m fciO'l~5i©R 18 T^ 
^ftTV^fl^ U< ttilBlft© 1 ~4<B©a*fiR ; f % 1 ~2fi|Ofi|*JJR 

^3£tJV'$fctti~2iB©^ftj^&£#i-£ 3-1 Ol©^t) 

10 U< {lZim^«^fe.Sfm^Sl~2{iXE^$ttTV^C 1 — 

4 T/V^Sr*t>f . ) x 

(vi) S H, 

(vii) S(0) n R 7 n»i|frf5i:|SlDiS*Sr**?U R 7 te 
(i) C 1 ~ 8 7Vl"¥/K 

15 (ii) l~5i©R ,8 Tfi§Ht^§^'bU< f4iiiOC3~l 0© 

(iii) 1 ~ 5{@tf)R 18, -e®&£;ft,TV^;&^ L< ttilft© l~4fl§© 

tt§3~i OA©JMIt>U<tt-»SC«#ai, Sfctt 

20 (iv) l~5l@©R 18 ^g$£;ftTl^/6^L<teftM^C3~l 0 

®*StL< * fc tt 1 ~ 5 fa© R 1 8 T?g& $ tLT V > 

shl< 1^4 mvmmm*. 1-2 te^stims «t 0* 
/iztztei ~ 2m<v$inm i ?-%tfi'tz> 3~i oi©fttt<ttr 

i5tIifTti^tlfcCl~4 7/^7^$W 0 ) , 
25 (viii)COR 6 s 
(ix)COOR 6 , 
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• i, 

(xi) NR.' 8 G4?,R' 6 " a, (k^ R 6 ''«t. . . ' 

(ii) C 1 ~ 1 .0 TAs*/v s : . ' 

5 (Hi) C 2 ^il 0 7;^= /K '•' 

'(iv) C 2~.l,0 7/^=/K 

(v),^nyyjDR^ CF 3 , OCF 3 , $>7A -hn, N R 9 'R 1 °< O 

1 

R' 1 *; =N-OR 1 \ SH N S(0) n R 12 . COR 11 , COOR 11 , 
fcj:tJ ? CONR B R 10 ^b31ffttSSl~2^Slfe$tb"rv^C 1~ 
10 4 T/l^/V£*fc>i\ ) x 

(xii) NR 8 COOR 6 (£«£, R 6 '^fllB<tlRlCE*^t>U R 8 & 

(ii) C i~8 7;Vdr;K 

(iii) C'2~8 7;^=;K 
15 (iv) C 

(v) 1 ~5#]tf>R 18 -eg&£;ftTV^/S>t> U< liiI^C3~l 0(O 

(vi) 1 ~5flil©R 18 Tg^£tlW3^& L< {i£Sg^<?) 1 ~ 4 f®<D 

20 3~i oIo¥iH<li-ISim *fcfi 

(vii) s^uffym*. CF 3> OCF3, v'TA ^ho, NR 9 R 1( \ O 
R 1 1 n =N-OR n , SH N S(0) n R 12 , COR 11 , COOR'\ 
CONR 9 R 10 , l-5fli©R 18 t?fiife$tl/TV^5^t L< liift© 
C3~10©^L< ttZJ*5££*3k *5 «t 1 ~ 5 m<V R 1 8 VWM 

25 *tl/W5^t>L<f±*iiBft©l~4fl©a*jDSC : ? : N 1~2^©^*J1 
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• 4 7/^S:*fet, ) v 
, (xiii) NR 8 CONR 4 R 5 N 

(xiv) 1^5f@OR 15 l:g^$tlT 1 V^/ii^L< l fi^g^^C 5©^ 

(xv) 1 ~ 5{0(DR 1 ^It&jfcftTV^J^fc L < (t^fi^O 1 ~4fl<DS*IJS 

R^'fKOTKH^x (n) C 1 ~ 4 TA-^K SfcttGH) Q5 ~ 6 (DlfcmM 

R 14 «(a)/M3y^-? N (b)CF„ (c)OCF 3 , <d)WA (e)=hn, 
(f) N R 4 R 5 N (g)OR\ (h)=N-OR\ (j) S H, (k) S (0) n R\ (1) C 
OR 6 , (m)COOR 6 , (n)CONR 4 R\ (o)NR 8 COR 6 , (p)NR , CO 
15 OR\ (q)NR 8 CONR 4 R\ (r) l~5i©R 16 ftft^tlt^5^'bL 

R 1 5 t'ii^TV^5^'b K fi»© 1 ~4l@^)^^^, l~2j@<£> 
^*E^«kt^/*fcttl--2fi©ailJDS^4r'&Wi"5 3-1 5ft©^att) 

20 R I5 |i(a)Cl~8 T/l^/K (b) C 2 ~ 8 T)V>r~)V, (c) C 2 ~ 8 TV!"* 
=7K (d)Cl~4 7^3^> (Cl~4) (eJ^o^^JS^ (f) 

CF 3 , (g)OCF 3 , (hjv'TA (k)NR 4 R 5 , (l)OR\ (m) 

SH, (n)S(0) n R\ (o)COR\ (p)COOR\ (q)CONR 4 R 6 N (r) 
NR 8 COR\ (s)NR 8 COOR\ (t) NR 8 C ONR 4 R \ (u)l~5^<£> 

25 R^T-gm^Tl^/^fc t< C 3~1 0©¥»t>L<tt:-at5t 

(v) l~5{iC0R 20 Tg^$tlTV^^^t>b< (t^Sm(Dl~4f|i<D 
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I, 

♦ 

5 3 ~ 1 :0 f t< HZlSIii< (w^n^Vj^ CF 3S OC 
F 3 x V? -(y - FDvNR 4 R s OR 6 , =N-OR 6 s SH, SjO) a R\' 
COR 6 , COOR% CONR 4 R 5 , NR 8 COR 6 , NR 8 COOR\ NR 

5 8 conr 4 r 5 v , i ~5m<DR 20 -?wW:£nT^z>frh l< nmwwmc 3 

i 

rat i ~ 2ti«'^jgT-^^'-r5 3~i om.<b%.mh t < te-gts^itat 

i 

10 R 17 «(a)/Mp^.^M^-, (b)C'F 3N (c) OCF 3s (d)VT/. (e)-hn N 
(f) N R 9 R 1 \ (g)OR 11 \ (h) = N-OR'\ (j)SH, (k)S(0) n R 1! \ 
(l)COR 11 , WCOOR 11 , (n)CONR 9 R 10 N (o)NR 8 COR'\ (p) 
NR 8 COOR 1 \ (q)NR 8 CONR 9 R I \ (r) 1 ~ 5 H<DR 1 8 a Tgi&$ft 

15 (s) l~5^(DR\ 8a T^$tlT^5'/5^ t< ^*igm<7>l~4f@(D^if 

■7-, i ~ 2m<vmmm*&£x$/-£tziz 1 ^2m<Dmnw.=t-*^-tz> 3 ~ 
1 5 t> t < » -m^t^^^ u 

R 18 ii(a)Cl~4 7/V= ! E-;K (b)C2~4 7^=;K (c)C2~4 7/^ 
-/K (cD^n^VJ!^^ (e)CF 3N (f)OCF 3N (g)V7A (h)=hn N (j) 
20 SH, (k) S (0) n R 12 , (1)NR 9 R 10 , (ra)OR 11 , (n)COR ! \ (o)CO 
OR 1 \ (p)CONR 9 R 10 , (q)C5~6©» (r) 1 - 2 10<2^StfH\ 

l ^(D^tH^is ± t>V£fcte l f@«30§CT-£^*rl-3 5 * tea 6 

mm, *tcfc(s)c5~6(Di%mmitfrni~2m<Dmmmi L . imo&mm 

25 tlfc C 1 ~ 4 T^3^-eg^£ tLfc C 1 ~ 4 T^^/^^d U 

R 18! tt(a)Cl~47M;K (b)C2~4 7/^;K (c)C2~4T/V 
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' i, 

(d) ^ xftfy^ft, '(e) q F 3N (0OCF 3 ; (g) */T ; N (h) = h n s 
(j)SH,"(k^S'(0) n R 12 s (1)NR 9 R 1 °x WOR' 1 ', (n)COR'\ (o) 

COORlN'SAjii^CON^R^^U 1 I 

R 19 (4C1~47M;K qi~47^=>^,^n^yjg^ CF 3 , O 

5 CF 3N i/T ( yx ^>n % T^y, NH (C 1-4 7;^) , tfcteN (C 
RWi) l~5fe©R 16 ^<fcoTg^£ftTV>5C 5~1 0«t)L< 
(ii) l~5i©R 16 tJ:oTt^$tlTV^ 1^4p(Dmm^s l~2j@© 

R 16 «, 

(a) C 1~.8't/^/K 

(b) C2~87/^^/K 
15 (c)C2~8 7;^;K 

(e) C F 3 . 

(f) OCF 3N 

( g ) i/ry. 

20 (h)~ho N 

(j) N R 9 R 1 ° N 
(k)OR n , 
(1) S H, 

(m)s(o) n R 12 (tctzu y^=-;^m-m<) . 

25 (n)COR'\ 
(o)COOR n v 
(p)CONR 9 R 10 , 
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(q)NR 8 COR 1 \ 

WNR'COOR 11 , 

(s)NR 8 CONR 9 R 10 , 

(0 c 3 ~ i o ©lit) t < \t~m^mms 
5. (u) i^4^<osmm^ i~2m<o8&m*& i~2&<Dm$ 

(v)^p^>^ n CF 3N OCF 3 , v'j;, =hn. NR 9 R 1 ° x OR 1 \ 

1 

= N-OR , \ SH, S(0)„R 12 . COR 11 , COOR 11 , CONR 9 R 1 
\ NR 8 COR' \ NR'COOR 11 , NR 8 CONR 9 R 1 ° N C3-10© 

10 ^hv<\tzM^mm. fc±tn~4fi<0S*jjR-?., 'i~2fl<&»*jw 

fc£U (1) X*5«tOW^5Hm^ x Y*3«ttfZiS^Jg^ U^CR\ 
15 ^R 1 ^OR 8 Sr^fetit> R 3 ftl#l©^D>f>-eg^$^fc7^^yK 

U«=ho"Cil***tfe7*=/Uf4*fc)$i", (2) x, Y*5±tfzas^*w 

tl/tl^C 5-1 OtD^ItKdZi^iiT-fcSo ) 

20 t?***^^*, -toiss^ftfctf £ ztizi&ti tcnzti b (om^m, 

(2) *ftb©JBB£#8u 

(3) ^b^Wi-SCRFg^flE^^JJ-Mi-So 

25 *PJ|ffl»^.-effiV^5C l~8 7;^t(l *?vK ^?vK "/n fcVK 
7"f ^fvK ^vvK ^y^/K ^^jK*5iVitlb©fttt#: 
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•/^/K ^<>-fvK ^dri//K ^yfvK ^"^f/K 7 ~/K 7'>;K £ ^ 

10 ynkVK !7*^K ^fvK ^^V/K ^7°fvK ^fvl'S 

15 -fS^fvK :/n£VK ^fvK JrV 

20 A\ t%Z?^~ /K !7>"x-t— /K K-r-t— ;K hDf't^ /K 7h77t 
25 yntVK zf^JK ^^^K ^^vK 
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I 

• I, 

*wMm$-?M^z> c 2~i5 Tfr*-)Vh its i ~ 3 mv^m&'&z^ 

•f&^/v, 7°p tVK' 7^/K ^i<>K ^7°5vK **?7K 

1 

Wt^1;-fflV^C l~4 7^3^ (Cl~4) T^3r/V<b{±, 
15 #*1-5c ' • 

V^P^C/^V^^ ^^P^^f-V?^^ -Oif^^7)^}f P>frl3 c 

v-^P^^-y->, v^p^^x^ v^P^^ir^ v^p^^v? 

^iB»4>-T?ffiV^C 3~l 0©^t>L<f^rS^^^fi. C3~ 
25 lO©Mt)L<tt-I^ii7!)-;K ;£fcte^<D-§|^ L< 
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i 

i 

i, 

i 

• ■ i i 

1 ' 1 1 

±> s i/^^y^i?xy, V^p^f-^^, ^yi?^ ^y^yy N 
^i*^*aC3~l 5©IItU<[j:ZTOIil:{l C3~ 

i 

v^p-tW, v^P^^y, ->^P^^rf-y N i/^P^7°^> s 
10 v^P^y-r^v D^3F"fc>\ i^P^y^v^y, v-^'p^tIJ-v^ 

y, ^yify, ^y^uy, 4>T>. 7Xi/y v 
y, t'^p [3. l. i] -^/*yfll*aHifctf btiSc 

15 #0§*B*tf»Tj|§i*5C5~l 0©¥3|'t>L<ttZ3|^*SIUi:ttu C5~ 
y^v>^^ N v-^ v^%-fri?^y s o^^xy, ^yi?y% 

20 uv % ^77^ t7^i/7, 7X'yy, t Ko^yy, >f y/y, 
t Kn^777, rh7t Kp^-^^i/y, t Kot7^yy % 
Kn7XyyifWfeWo 

25 <Hl MS Gi-Z 4-6 A©«**T y -JK ^tcit^(D-^h t < tt£ 
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iry^v^ v^t Koft7xy, ^ty^> s f^y v>y, v>t Kp.fc'y 

mom mw^& x n/t. i mo^nw.^^i-^ 5-6 ^©musur 

io t°y^v^ N 77>, t c 7^s T-*?*^ ^T-f^ '(fit 0 7 y) , ^-=¥, 
y*y v 5 ^ t°s<7i?y^ /N°-t Kp t°y ^ t?y N ^-t Kn^P^yy., t> 

tKn77y 7f 7 t'Kn77y 7h7t Hp S^fc Knf^7 

15 7f7t Fn7t7iy 7^t Knmy ^*!)y 

^y^y^#^WfetLSo 

20 ^J®^^W1"5 3 ~ 1 Om<D%.mh L < «-^^IHmT y -/K ^fc 
fiflBLfc 1 ~4 m <Dm.MW^, 1 ~ 2 §1 <D^i^T-fe £ fc (1 1 ~ 2 

^©a^M^^^n-^ 3~i o^(D^.mhL<i-±-m^mmmrv-^t 

LT&> t°P-/K ^f^V-;K fc?yy*-;K fyj^/K 7h7^ 

25 ;k fc o yv>y\ f^y\ t°y^;yy\ t'y^y, Tift°>\ v'T^t'y, 
7?y ^3ri? fc°y, ^j-y^y, wy (f^^^) > ^ 
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f 

• I, • 

t 

i ' 1 ' 

fy, t^t^/v, j y&*-f>?-JK, tt.wr^*-^ **f-^y> 

ift°y, -r^K-'/w -Vy^yK-zK y ^^,,^^77^ -fy, 
^yyy, ^y^y!Jy,>yy^'7^7^ -T-y^y *yy> 

i 

if y '.^tyyy yyy y y, ^yyt^ty-;K ^yyt^-tyr 
y*- /K ^yyY7y*-/K -<yy^ ^ ^yy77f^, ^yy 
^T^ry-zK ^yy v v ry-/mm$mfbtiz>o 

y, fp'ij^Mfn^^ f^yyy, 5:yvy v>y. k^yuy 
t°7 y y -y'y, b yry uy h v ry V rf^yny v-hyyv 
15 v>y s t°^y >>y> ^7v?y -yt Knt°y iyy x xhyt Knt°y v>y, 
v?t Ko t°7 v>y> ff7t K.p k°y v>y N S?fc Ko t°P ^ v?y 7h7t 

Knt°y^iyy N /-^-t Kn t°y ^ v>>\ v>t Kn t°y ^yy, xh^tK 

iffc'y, k KnTi?k°y N 5?fc KP^T-tfk'y, 7 h7t Fn^Tift 0 
20 y, fc Kni^T-^t°V N i^y^y ^ir^y, Ko77y T" 
h7t Kn7 7 7, v^k Kn t°7y 7f7t Kd t'7y> v>t Kot^t 
t°7, 7f7t KP^-fek'y, ^-k KP^df-ttfy 

y N ytFnf^^y r h7 1 Knft7*y i?t KnWy (v> 
k Knftfyy) > x f7 t Kn^T^y (7f7t Knft^7 7) . 
25 C^t KPf^l^y 7f7t KPx^fc°y, /<— k Kpfxtv, ^-^rf-y 

yy (i?t Kp^-9-y— /i^) ^ ^u-yys^y (7Fn Kp*^f-y- 
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t 

,5, y^ry-zK y >\ '^^/^ y y, -f>-Ky>\ -fy^yKp^ 

> N t Kn^fy^y/77^ i?fKo^yW7xy, t Kn . 
•<yy^-^y v?t KDfY y^yy^-Jry^y, t Kn^y^^y 

i 

io. 7 y fin Kn^f-y y /-?-t Knar/ y ^"v?t Kn^y^y y . 
^ rfn Kn^yary y^ s t Ka^yary y>\ s?t Ko7^7 

i 

i?y y 7b7kKnt7f!Jv?y /^kKnt7f^v'y ^bKn^y 
ari^y rf7t Kn^y drf-y ^ x Kn^ya-f-y ^ -^t 

15 a^y y ^ f h7t Ko ^y" y y, s<— fc Ka^t/ y >\ S?fc Kp 

^;!Jy, 7f7t Ko^w y ^ /<— t kp-»/ y y s i?t'Kn^> 

p^yy>f ^y-;K ^77^, S^^f"^ v^a^v?^ >^dr 

20 t-fy^y ^ovy v ^ yy p^yss^W feft^c 

fc fit 1 ~ 2 ffi ©fifilUKT- 5 3-15 jt<P¥SI t> b < tt - 

£H\ l~4fi©&*JR-7^ l~2fi©ie*M : ?-*5«J:tr/*fc«:l~2fli«> 

HUta Lfc 1 ~ 4 ffl ©iHf, l ~ 2 ill ©»*W-?-*3 i tcit 1 ~ 2 
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i 1 

t°P-7K y^*V-/K t°9y-/K MJTV— /K 7h'7V- 
/K t^v 5 ^ ^7^^> b-y^v 5 ^ t°y^^ Tifb°y N ^7i?f>\' 

'5' t°y, ^-^f-y*-/K >f y^ify— 7K t^t^ry^/K ttirWi 

/-/K fTv'T^/K fT'^y, fTv'T^y ^Ti?t°y, 77*/7 

Hh°y^ ofyv— /k y^y k^-zk ^yK^^y, ^y/77y> yy 
^y/77y -oy^y^y. ^y^yyftyiy, jyyy— /k 

io =f-y!)y, yy^yyy #;y^y 7^^yy -j-y^-y^y, ^y=¥ 
, tyy, ^tyyy i/y/uy ^yy^f-y-zK ^yyt^t-yr' 
y-^K -<yy^-ry-7K ^yy-r^v-/K ^y/7f t°> N .^yy 
v?Tift°^ N -<^yhyry-;w ^yy^^tfty ^yy^t^r 
if \fy, s<yy*77 J £\?y^ ^yy"f-Tiyry—JK ^y^/fT-sT^vy, 

15 -<yy*7 v^fymmmf 

i 

miffl t i ~ 4 > i ~ 2 {@ <D&mm* & <fc fc It 1 ~ 2 

3~i5i«t>i< «~s^»^t y -/w 
l< it^nmnLtzhvt LTtt, Tv^y^y, T-e^y, 7H7*J 
y N t°ny> s t°ay^^ N ^^V!)y s ^f^V!)v?y t'yyDy, 

20 t^yy^y^ byryy^s yvt9v z?y, T-b^yy y, xh^yy 

v^y, t?-< y t°^^ -yy ^tKot°y v>>\ rb7tKnt s y v=>\ 
iyt kp t^yyx ffnKnt'ryy Kn t°y ^ >yy, ff7t 

Knt°y ^yy y?-t Knt°y v^y v>t KntfJJ^S^ 7b7k K 
25 iffc°>, /N°-t KoTift'^v -yt Kn v^Ti? fy ff7t Kn^Tift 0 
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• " I, 

hyfc i^t Kp.tfy y N '7 1 hyfc-KP t°7^ N $?fc Kn^-fe 

Vy'(i?t Ko^f-y-A-) N ^fyyfy (rl>7t Fu^dr-y-y- 

i 

i 1 i 

■yt t Ko^yy'77^ -yt Kn^fy^yy7 7 

y, ^,t'Kp^y^i/y77^ v?t Kn^y 7ft7iy, t Kn 
-^yy^y^y; -yt: Kn-f y^yy^y ^y, t Ko-fy^yy 
1 5 ^ 7iy, v> t Kn^y^ y — /W tFo^y^' y*— A\ i?t Kn^' 
yyy, 7f7tKn^yyy, /-?-t Kndpy y v x i^t F*y y^r/ y 
y, f h7t Kn^f y^y y y N ^—t y^y y y^ Kny^y 

y>s 7h7tKo7^7^y Fn7^7^ i?tKct7f!) 

-yy, x b7t Kot7f y -yy, /^tKnt7fy^yy j?t kb^; 

W!/y 7f7tKBdrt/!)y /-t Ko^tyyy ^Kny 
y/!)y N f^t Kpyy; y > N t K^yyy y ^ N -yt Kn^y 
y^-=¥-y-y— '*-t Ko^yy^-^f-y-zK yt KD^yy^jy- 

/K t KB^y/fjy-^ ~yt Kn^yyy 5^y— fc K 

25 n^yyy ^ yy—/K v^t Fn^^yr-t? 7h7kKp^yy7f 
t°^ N -yt Kp^yyt>7f t°y ri^n Kp^yy*v ? 7ft°y > -yt f 
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i 

i, 

5 fctt i - aftowijtjjK^sr^i-s 5~io k^¥flit> t < ttzjiayftasat 

fcf^ l~4j|i|<Z)»J^H\ l~2tl<7)^iii^^J:t) $ /^fc:f±l~2te(D 
StrSB Lit 1 ~ 4 #<j9ME^ i r 2 «©»*l«t?*5 «t tf/S fc 14 1 ~ 2 

15 ^f-yT^y, ^iHffc'y, ^-^f-^Tif fc°y, S /—J^ 4 V^T 

-tf^y, -YyK— /k ^y-r^K-/K ^fyKy ^y, ^/75y, ^y 
^/77y ^W7iy -r y«<yyft7iy > -<yyV-;K 
yyy. ^y^yyy, ^'j^ y*7i?y, -y-y^y^y, 
20 !)y Wyy v-yyjjy\ ^yy^-^rf-y*— /k ^yV^-p-s^ry* 

7v>ry-;K -<yy* h y ryw^^^rf £>*is 0 

MlBLfc l ~4{i©^^-7- N l - 2tt©ld*JDK : f'*5J:t//*fctt l ~ 2 
fto^WtW^Sr^-t** 5 ~ l omv&mh L < «-m^»^T y 
25 -£Rfc L< tt^Pl&fp Ufcfc© i: LXt± s bTn y y, fcTo J) v>y * ^y* 

yy -Y^vy-yy, t^yyy, fyy^yy, hyryyy, hvr 
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• 9 y *J,>, ^ h 7 y y >\ x h 7 y y tr-< y ^7 ^y. ^t 

1 

Kntl^/y, y- Vy t Kn try i^tKo^^ TfnKnf 
7^ 5?tKotf!l*S?^ f h7k Fpfc°y /N-t Knt°y 5 

v>y x v>k Kn k°y x h 7 t Knk'!)^ ^°-k Kp t°y ^v 5 

Knv^T-^t 0 ^ f F7k KP^Ti?fc°y x />°-k KD-OTtX v?k K 

k Kn^-^irf^, ff7t K,P^^irt°> N k Kp^i?k°>\ v>k 

^-t°7^) v,7f7t Kp^T-T^ (7f7t KPf"^-k°7^) x v>k Kp 
f^k°^ 7fn KP^k°y\ k KP^t°V x ^f-yy y (i/ 

t Kn-f y^-drf-y— /k f^t Kp^f y^-^rf-y-yK ^f-i?ry y 
f-^ry-zW N n/uy (v'k Rnfry^) x fT/yv'y (7f 

nKDfjy^) „ ^kKo^yf7/-;K 7f 7tKn^yf7/ 

— /k ^M^yy^ ^^Evwft y >\ -T^Kyy. yy^^Ky^ s^t k 

B^/77y ^tKa^/77y ^kKn/fy^yy*77y /n 0 
-k KD^y-<yy77y v^k Kn^yy*ft7iy fc Kp^^y 
^^-7^.^ x v^kKo^y^yy'ftyiy /^tKo^yKyy-f^ 
iy v^tKn^ y ?y*~-/K k Kd^ y ^V-/K v 5 fc Kn^yjJy 
7f7kKnafyiJy N /*-t Kp^t^ y y N v>k Kp-T y^y Uy 7 b 
7kKn-fy=3ryyy, ^kKP^fydryi]^ v i kKo7^7v ! y x 
F7kFn7^7^yy ^tFo7?ryy ^kKo^fy^y, ^ 

h7t Kn^fy-yy /<-fc Fnt7fy^y >yt Ko3v=*f-yy x 
rf7k Kndr/^f-y y y Kn^y^f-y y, v^k Kp^-y-yy y, 
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! 

I 

7h7tKD^t/!J^ /^tKoWU^ v'tKnVy/yy, T' 
■ 5' my^, ;^^fy, v^f-v^ ^^iK^y; 

r> 

i 

A^^fis (ox^*i^ Y^ii^T'fc^ u&xuztffcmm 

(iv) X jo J; 0 Y ^iy^T" V N U ^gUf E J; Z ^ g^DfC^- * fc ft 
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! 

I 

I, • 

(i-i)x, u.&£t>;w«^ 

(i-2) X ; .'• Z,|= £ Xfwi^mm^ Y3o X tku 

(ii-3)x^j;t>'y^^^ x y, z^i^w^^^-x^^^^ 
(ii-4)X^^^ s y, z, ufeiiFw^^m^-efe^ffl^, 

(iii-l)X, YfciVZ^^jg^.^ U&£TfWtimmmTT«hZ>m.&1k, 

10 (iv-i)x, Y&xnwtfmmm+s ztmmm^ utmmm^-ehzm^, 1 
Gv-2)x, Ytexxmtmmm+s ztmmw^, utfmmm*-?bz>m& j &s 

'•L t I' 

(v-l)X*5g-t>*Y/5^^M^-Cfcl9, Zfc£tfW^|gifjilT-Xfo^ U^c = 
15 OT*fe?.|fl^ . ' . 

(v-2) x*5 «t UY&fcmm^vh *) N z & j; t/w^^*M^-efe 9 x c = 
Ttt^T<Z)-jtS::& ( I - i ) — ( i -xxvi) T^£*i6 fc<£#Wfe 

20 tb5 0 
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R 1 R 1 R 1 





r2 (l-xix) 




(l-xx) 




(l-xxi) 
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i 




-ma. d-n (i-xxvo Ttt£tL$*&m<k&&*. 
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• !, 

I 




i • 

i t> 1 ii-a 3ff S 4-6 ^(D&mm k UT f±; ' C 4 ~ 6 <£>^|g^7 P -/K 




(A-5) (A-6) (A-7) (A-8) 



10 (5£4\ GteCX S£fcfiNH£^;bU R x ltCl~4 7;^/K Cl~4 
T^a^^ s^nWWfrs ;£fcr±CF3&^fc>U mliO- 3 £*;b-r o ) 
(I) -e^$^^^Bm^tl^joV>X, &£bV^R 1 ibTte^ 

(i) l~5j@tf)R 14 -?«£;ftTV^fr>t>L< tt»©Cl~87;i'^K 

(ii) l~5{!i^R 14 Tft^$^TV^5/&^L<tt^g^OC 2-87/^ 
15 /K 

(Hi) l~5j@©R 14 T*g&£;ftW5^t>b< ftllt©C 2-8 7;^^ 
(iv) NR 4 R 5 , 
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i 

r 

(v) OR\ 

(vi) l~5{@OR 15 -em^$flTV v ^^ 1 bL<(i4i®^©C 3~1 5 0fi 

(vii) 1 ~ 5 m (D R 1 5 Tgt $ tlX V > 5 36^ L < f^g^O 1 ~ 4 j@ <^M^M 

±fe©0£ Ll^R 1 ,S^©N R 4 R 5 cf s £ L^R 4 *3 il^R 5 0|S^ £: 

(a) R A ^(i) ymW^Xh V . R B #(ii) 1 ~ 5B<DR 1 7 T*g^$tlTV^^^ 

i 

10 U«iift©ci~i 5 7;^;K (Hi) l ~ sWkdr' 7 -eg#l£frW5 . 

t 

* i t>L< fiMg^CQC 2~1 5 7^=/K (iv) 1 ~ 5flI)£)R 17 T*g^£tt 
TV»3}&»t> L< iiii^C2~l 5 7/^=/K (v) 1 ~ 5 jll <7) R 1 8 "Cg}& 
SftTV^j&>fcL<tt&1tft©C3~l 5©IStl<ttH«fe * 
fctt(vi) l~5ffl<0R 18 "T?«ifc$;fc/tV^3&>>bL< teflg&O 1 ~ 4 j@<D'g 

3~l 5M<D&mh Ktt3^Wffc5^ Sfctt 

(b) R 4 ^(ii) l~5{|H(DR 17 -Cgm$tLT^5^t>L<{l 4 lg^c»c 1~1 
5 7V^/K (iii) 1 ~ 5#j(^R 1 7 -Cff^$tLTV^'5^^ i L< (ilSg^^C 2 
~1 5 7Vl^-/K (iv) 1 ~ 5 j|10<75 R 1 ^'gJ&^HTV^^ti L< f^flS^ 

20 £>c 2~ i 5Tj^=^/k ^tzitiv-Dcs-ecD^mfDmn^m^h^s 

R 5 ^(ii) l~5{i©R 17 -e^$tlTV^^t»L<{i^g^©C 1-1 5 
(iii) l~5{[i|(DR 17 -eg^$tlTV^*^L<ft 4 {ig^C2~l 5 7 )V*r 
25 (iv) l-S^R^Tg^ftTV^/O^LOi^g&OC 2~1 5 7;^ 
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i 

»• 

(v) l~5i](DR 18 T^$tLTV^^^L<^ft^(DC3~l 5,<D#ft> 
. (vi) l~5{@<DR 18 -Ctt^£HTV^^L< »±*Sfi*01~4fi©a[*JS ' 

±S3©#£ l^R^tf© 1 ~5flil<£R 15 T'gj&$;ftTV^^ L< 
10 ~5ilOR 15 T*g^$tLTV^/6^L<[^g^^; 




v o o 0 0 Q 0 

I I I I I I I 

— — r^ N N /°S, 

0 0 0 U U U 

N N N N N N 

1 I I I I I 
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I 

» 

i, 

mi , :' ■ • 

15 5c ■ ' 1 

fr%y&m (x vyj*, -rhythm om., T^v±m^m 

20 /VT5>\ ^y^7 5^ 7x^/1^7^, fc° 

^y^^y-^T^^ ^x^/^7 5y MJ^ (fcKa3f 
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• I, • 

I 

(A) — (I) ff\ R 1 ^OHT*fc«9> ^oR 2 ioJ;D«R 3 tl::OH, i/T 
10 (I -A) 



OH 




(I-A) 



15 *L5-fb-&*r±, (n-i) 

I ^ (n-D 
h 2 n" 7 

R 3 ' a 

(m-i) 
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COOEt 



(sfrK A a fctt—«fMS»© C 4 ~ 6 &&m*. fzl* 4-6 mMM 

±IE-^5t (n) £—$5*; (m) T*£;h,5te£&<0£jfctt&&T?&0 N #| 

10 ; A, £rJBWT\ 0°C~2 5 0 o Ci?fT^^^o 

(B) ( I ) 4^ R 3 .ttOH^$t3^f, ^o>>TA =N-0,R 6 * 

fc(^tLb^W1-5Sv *5£^C 3-1 O^^k L< tt-gt^*g| N 

o*D-«!^ (I - B) 

R 1a 




a-B) 



A =N-OR 6 Sfc^^tlb^W-t§£. feiVC 3-1 0©^3ltb< 

20 tergt it^f^ i-4f@£>^|ffH^ N i~2#KD»j^^J:t>V^fc« 
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i - 2 mvu^ffifz^^z 3~i om^m^ u < «: - «s«*atri* 

X , 



(IV) 




5 (5£4>, Xfc*vitf*mtt*t>L*-*fo4&<Dfcttm&kmKMtii&3tt> 
-To ) 

T^£ft&fl^tl£:\ (V-.l.) 



H _ Rl - ab ( y.^ 



15 *fci±— flfi* (v-2) 



1 — a c 



(V-2) 



(5£fU R 1 -- e ttC3-l 0©l£»t>L<W:::SK£*aU 1-4' 
IB^ l~2{|i©^m^<J;U«/^fe(tl~2fli«^T-^ ; t-r5 3 
-1 0*©^«t>U<tt-«S«*aiSr*t>i- 1I ) X^^Mit^t^R 
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±IE— j&5£ (rv) b-WtiZ (v- i) T^^tis-fb^^SfStt^T^ 

1 t 

5. b !) i> Ax b # K«) o ~ 2 o o t:-eri*i>*i 

±IE-^ (IV) (V-2) X*7F£ti%ik&m<Dfrfcte'£%aX*& 

0S£ff, WI (>M b=*vo^^ v>^f;^;^7$ K«) <K 

io -o-^) £$v^t, 2 0°c~^£g-efT^t?ns o " 

(i-b) -e^^jxa-fk^fe^, R 1_a ^i~2ti<z)OR 6 * 
— ( i - b - i ) , , 



1-a-1 



15 




(I-B-l) 



(5£>K R 1 - 8 - 1 ^, 1 ~2fi<DOR 6 J=fcteCONR 4 R 5 Tg&£;ftTl^ 
*£*l5te£4&W: N -1^ (I-B- 2) 
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1-a-2 




(I-B-2) 



(5^ R 1-8-2 fj; s l~2^tf>COOR 6 -C@&$tlTV^C 1~4 7M 

^3l7G^^#i-d\ t>L<«3lKi^f-#tfcm^ (VI) 
5 X-R 6-a-2 (VI) 1 

" (5£f» N R 6-8-2 te, (i)Cl~107/^/K (ii)C 2~1 0T/K>--/K 
(iii)C 2~1 0 7M^/K (iv) 1 ~5{0£>R 18 Tg^£;ftTV>5/^t) t< 
lii!ft©C3~l 5(D^mt>L<«-^xS:j^*^ (v) l~5fiOR^-CB 

m^n-cv^^t t< Mg&<2 i ~4m(Dmmm*s 1 ~ 2 

gt50t*at tfc{4(vi) l~5j@OR 18 -ettm$HTV^^'bt<iiM^ 

©C3~i o©fit)L<iizi»i, &j;tn~5{@tf)R 18 -eM&$ 

tiX^Zfrh t< tellE^ l ~ 4 l~2{@o^Jg^*5j; 
^/ / Sfc(ii~2{@(Dajl^^-a^i-^ 3-1 OM<^¥^^L< ten^it 
15 ^m^frbm&thZmi ~2fli|-Cg$&£tlTl^C l~4TA-^&^;b 
1\ ) T'^$ft3te^i£JS£-£5;0\ fc^V^il-^ (VH) 

H N R 9 R 1 0 (VII) 

0£4\ 1--<T<^IB-§-(itulBi:|WlCS*^^i-c ) T^tiStt^^S 
$ r £ (c J: r <!r h t?# 5 0 
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I, 

i 

-ttS; (,i-B-2j T^**t5jb^*©at5cRJS«©-«* (vi) 

• . ' • , ' I 

I • 

I 

-JBRSi, (I-B-2) T?*$n5^«J©aKcR*Sft©-jR5S: (VII) T?tf 

y-/K ^yyn/NV-/^) l 3 , o~i o op-cfTfcfrft*. 

10 —$=■£.'( 1 — B) R a #NR^R ,B T»'*>!9 % R 4 *5£tm 5 #^;ft 

15 7M;K*fc!), ^oR 2 fcJ;tFR 3 ti:OH, VTA =N-OR 11 S 

fct4^n'e>'«:-gr^r-f*ssr^fc>$^v^^ N -r^^-^ ci-b-3) 



D 4b-3 p= 



(4 Fv a - B - 3) 

R 3_a 

15 (5£*. R 4b - 3 *3j;tJ«R 5b - 3 «tl€^a5£LT, l~5{i<Z>R 17 ^g& 
Mfd,tm^MM%mfr1r 0 ) T^£H5ft;^te N OT^a&I&it (1) 
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%|- Xi W , 



1 R 3 " 3 



(I-B-7) 



R 4b-6A NH 

*V x .;wV 




3-a 



(I-B-6) 



,S5E 



,4b-3 



|V NH 




(I-B-5) 



3 4b-3 



5b-3 




(I-B-3) 



i7C 



R4Wv N A R 5b " 4 




(I-B-4) 



10 



£JfcIg5£\(.l). *K R 4b - 6 {tl^5 1 j@©R 171 T?fl^$^^TV^5^4> t< 
ttiti©C 1~1 4 TA-^VV&^b U R 5b " 4 (ll~5j@(DR 17 -effi^$. 
nTV^HKttiitOC 1~1 4 7M/^$^L, -tO^SE^M: 

T\ m^y^ K !)/^P7^ h\ f^P7^f K30 0°C 

xf/ur^, ^w-yy, vt^jvr^j try ©#£T. 
77^) 4\ r^yi o~4 otT'^^ts-^^ ■mfcfrftSo - 

ORJ^tts (TVi^^ gSSSO #ffl^T> *S7K*#TfT^ 5 - 
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-#5£ ( I - B - 7 ) fl N -®5£ (II- 2 ) 



i: .\j a 

H 2 N' X ^W 
R 3a 



(n-2) 



-fS& (m- 2) s ' ■ 



(m-2) 




(5^ i-^T^lB^-ttmilEiPDit*^«^i-o ) -C^SftSfc^fcSr.K 

JtSB— (n-2) (m-2) *c*$H5ft^©R^f4^T? 

K*) fcEwr, - l 0-5 o'CTfTfcfrftS. 

(C) -jRS; (I) <*\ R 2 fcj;tJfR 3 ^^,i-Siti % 'M<H1»H 
*fcf**ft£^1-5g£3t;b^fl:^ (I-C) 
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1-a 




R 



(I-Q 



5 T 0 ) T^^tt^^^f^ -JftsS (I-B) T^ftS-fbi^^ R 2 &J: 



OCT, Z b ~\ \J b - a i6^UR 3 - h - 8 it^ti^fi, Z, U*5j:IKR 3 i|^C 
10 HM%mfri-fih tct~ LZ h ~\ u b ~ s *5J;t>'R 3 - b - 8 ^t?i-S^s &te< 

15 tp, ;^*m vm^) -8 o°c 

~8 0°CX*ftfj:frnz> 0 

(D) -JK5£ (I) * % R\ R^ctT/R 3 ^^^^, bhim& 
= N - O R 6 £ fctt= N - O R 1 1 ^^-r^m^mt>irit^. o£ >9 — itt^ 



S-efe5^fe, 1-&bt>-JK:£ (i-B- 8) 



R 



1-a 




R 
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• I, ■ 




(ID) 



I 

£[HCS*&Sfc>l7^ TctcLR'-K Z d N U d fc t t0R 3 - d ^^S4 J , 
5 'Ptt<k fc.HBii=N - O R 6 £ fcft- N- O R 1 ? ; Sr^W1"5SSr*t> U -t 
®te©1B#W:fflFK£pl CS*£^;b1-c ) ft Steffi; 

(D -jtt^i (i .-B) x*7FistCz>ik&m*. r\ R 2 fcii;R 3 ^tl 

©5V>4< itii^CH (0-Cl~4 7;i/^) 2 ^ft5i-Cfc5 

fcim -r^^-i^ o-B-9) 



10 




(5^. R 1_b-9 N Z b ~\ U b - 9 jo«ttj?R 3 - b - 9 f± s WtiR 1 , Z. U 
^'^Sfctl^s *J>fc< i lilt-CH (0-Cl~4 7/^) 2 ^ 

fete 

(2) (i-b) T^^ixsfb^^s R a - a ^oH^^r-r5S-efc 
5fc34&a\ feKii-UiS; (i-c) -e^ftste^, -ftefrh-fflt^ 

44 



WO 02/053565 PCT/JP01/1 J581 



( I -B- 1 0) 



1-b-10 




(I-B-10) 



3-b-10 



i 

5 <fiz b " 10 , u h - 10 te£xfR 3 - h - 1Q t)m£>i-m<P, t <b lfliiOH 

10 * N H (&& filER*) Sr/BVVT\ 0~10 0tftT*W o 

*s^t% its (hy^^T5>, ^y/o^xf/i/T^f) 

15 ftfc>H5 0 

N-O-R 6 , *fellH 2 N-0-R 11 fflV^, 0-5 0°CT*fT^t>^6 o 
(E) (I) * N R\ R 2 *3«tVR 8 ^fc1-S^ #fc<it>HBtt 

20 (I-E) 
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(I-E) 



£I^CEft&»lh$\ /ifc LR 1_t \ Z\ U^iOT 3 ''/^^^, 
p|E^RCit*tr^ioi- 0 ) T^StiS-fb^^ HR5£ (1-D) *CS%$ 

OH^^r-t^S^^i-^^s o*«9— (i-D-i) 

I 1 ' 1 

,1-d-1 




(5*tf», R 1_d ~\ Z d "\ U d - 1 *5iT>*R 3 - d - 1 ^ ^tl-?tlR\ Z, U' 
10 fcit/R 3 kmzn&%$tt>1-t)K tctcLR 1 -*- 1 ^ Z A ~\ U d - l *3«kO«R 8 

~5 O'C-CfT^^tLSc 

(IV) -C^£*l5ft£fefi x (I -A) X-TfiZtlZik 
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i, 

i 

*<D&<ofa&wivi>Z-1Btk (nK (ni) > (v) s (vi) as it* (vn) 




(5£iK R 2 - a bR^IHCS*^b1-35^ OH, v'TA =N-OR n t 
.HRSt (Vffl) 



o 




(VIII) 



10 (5£*f\ ■r^TOlB^iSfffEir^ICit***^. ) T^£*i,Mfr£#l«^ 
t K9^Srgjt5$**ii:H:J; !3«3ft$ix5. (ni) T*^£ 

IR£*ltv^ 0 (vi) T*7jk£friZ>ik&%)(Doh, i - v-r y - 

1 - (2 - h^v-7^^/U) ^n/N°V- 2-^tt % Bioorganic 

15 & Med. Chem., 8_, 181-189 (2000) fc!E$t& ftTl^Sc 
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i 

5 ; tBltt, *»^ftSfl v 3,' 1 Ofcit/SOmg/k gjjt^lfc77 
H2tt, ^mmikfni, 3s 1 0*5*1*3 Omg/k gg4lfc7 7 

10 [#£9Hb£to©2lSJli£t!H " 

-j« (i) t**^^*isi^^c r FSl^M^f ti> ; 

(1) ^V^xV^^T'yi-'l' . 1 

15 t h C R F 1 M%ffl3S£ftlJ34$ C.H O — K 1 Sr = ^ 

bst'2 m&Ltcm, L/c^-r ymmmm 

(Tris-HC 1 (5 0mM, p H7.0) N EDTA ( 2 mM, p H8.0) N MgC 

1 2 (i omM) ) t«l/c 0 wmLtcmm&yv^xmcDTt^vi-j 

20 SrffiV>T?ft#bfc«x 10000 gtlifU Jg®^«rlHjJRLfc„ EURUfcWPi^' 

s^s©^ >t=v v±4mmmxnmmistc&s mm& img/m 
v^-i ^v^c 0 

25 125 I -CRFtr0.5nMI^5i5W Vf^f>'^7s't>fi«Stf 
JRU i/U a^Xlfc 1.5m 1 f a -^5 0 m LJn^lfc 0 ^tol^^ 
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Ltcmms DM S O (/M yf4 y?J%) ^ 100mM©CRF (#' 

£ 1 ix Lf-^-y\zMx.tc 0 50/i 1 L<DWm / xi*M7L, & 

1&*ffltis£l£tz ( 125 I -CRF^ft«it^0.25nM) „ ^~:/£r^&-e' 
2 0^^^^^^- h Lfc 0 S^Tm. IHli^^IIItlXi-'Sfcfe 15000 r pm 
• 5 X*m-b L1tm. ±.m%WiX, Ltz PBS /0.01 %Triton X- 1 0 0 X* 2 0 

*|S^^^tt3SiV^«fls*S^fi&tt ( I C 50 |£< 1 (iM) £W 

io (2) 

ftm £ >9 5 0 c m(DM£\Z., (5 OX 10 cm) (D2*0^--7° 

yj^i, (5 0X10 cm) ©2*©^n^X7-A (4 0 c 

l 

15 Lfc 0 

fffiffi©3 0ftm\m*Ml&<V®iWiM (5 ml /kg) ^^P^tfcSD 

20 ^^rlll 1 ~ 2 \^~f 0 

Hl^J:02 J; "9, «PJ(^^»2 (78) <Z){b^te, S^*3^<t 

omg/k g tc*jv>T N ^mtm&^mm%&£umA\E}%t(Dm\itfn J 
25 *wm£yd<Dmmt+ft\z.m^<Dx*b*) s mm&b^x&m-tztc?) 
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I, . 

• . • . • • • 1 - '. 

(I.) X*m$tlZ*%W4k&®n, CiRFg^^ta^^Wi-S. 

i 

«^tf#mii$«^f-i^^^^Tfcf. 0 fijxtf, 9oi, ni-iif 
y-vvpm, um&o^m. «5o^ ^ 

tt*£) s 3K8H4K£ N Wlf^b^ (PTSD) , mit 

* b l^ff^tfc&^fliik * b w*|Plfgt4Iiri^ XH/^ttU, * bV 

*«&&tt£?s. ¥fl?a**M^ mm^Tm&, # 
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ii^> 7&A-Afcfc<9 Sl HEKro# N .lmg^b 1000m g0ttBTC N 

f§>j»&4) sh*^' lei i$M^b : 2 4 ^mmmx^m^m , 

5 «fi!-*3*i&. " ' ' • 

.t ' ' . ' i 1 

i 

15 ^©tt^\ 3£fcf3»#J t??h~*s "v^^h-zK ifiv^^ 
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tts wi, Kawtau %im. -wmu m&m. &im, mmm , 

10 zinboufr'&tHk&m^btiZo zb\z.-<Dmtmtt. mm®, 
n (f^t^ym, TX'<?>*i/wt* #yy/w<-f8o (sftisi) «w 

bitmniM^^xmm-r^^mmtmm^^oxmm, mm&inz. £ 

15 m(o^mmm^tzmmmm\^mm^x^.m-r^>^thx^^ D 

WSfa^ ^feti:^;££n5^ffl«k *fc#*ik PJfcA^k * 

h d $j*bz\ f w^>m<D£?t£mmift*'£GLx^xi>£\t\ * 
7i"-m<Dmm%&t±. m^i^mm^m 2,868,691 %&&vm% 3,095,355 

SIT, &%M&&XfmMM\z£oX*#m%&7&'?Z>i>K *mm^tib 
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tn^y&jyjt - \z. £■ 5 ##©1SBf *3 '«£ Tf T L c fc* £ ft 5 * y =« © 

I 



H 3 CO 




10 7/U=^*tfrF v 1. 2-i?*<?/U-4-* h^v-<Vif>- (13.6 g) <Dffl 

■l.i'- 

£tt$*'(&0,Om-l) N-^p^^^W^ K (17.8 g) $3£Tfi2., 

2>-t9\?*j y?yu~ v y/u u 9 2m g ) pm&m&tiaz., 6.5 i%m 
15 oomi) \mmu vrwkt h y (9.86 g ) sran^ sa^-i»jt# 

sf/UCOXyA,? o-7h^77^- (SUfe-x^vK- n -^$-py= 1 : 6-+1 : 
4) T»«UT, ^T©W^tt§IIf^fe (11.78 g) &#7t 0 
20 TLC : Rf 0.20 (n-^fy : 9 ; 1) ; 

NMR (300MHz, CDC1 3 ): 8 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s, 2H), 2.32 (s, 3H) 0 
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• 

JO 




H 3 co 



T/V^V^Ts #%^l-CMitL^^ (n.7g) <Dm&=.?-jV (6 0 

5 mi) mmiz, ikm-fYvvj* (2.3 g ) «©^^t^p^ so'cx^Bt 
mmn^fro ^mmmm^/^ (40mD 2.5 mmm^u $ 

1 

bfrfc^tH^K (3 0 0ml)'C»»lt 2N^TrpH4 i: U KB6^ 

10 *tt«Sr^pf-5SS^« (12.06 g) «r#fe. ■ '. 

TLC : R f 0.45 (n-^fy ;-RKxf/i/=i : l) „ 



,B(OH) 2 




15 H3CO ^ CI 



3-^on-4-^D*7-y-;l'(2.14g)©i*f f7t Ko77^(l 
Oml) MSr-7 8WiU 1.56M<£>n -^fvVJJ f-frA/^f-^. 
(6.5ml) jg#«r»TU 3 0#WJ*#U!:, *<>@£hy-f 
y^nf/w (2.3ml) Sr»TU -7 8 < CT2i#IBJJH^Lfc. EJftiI£4fcK: 
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t-y?vMfvWn-7VW (4ml) Ti»U %W&. ^IUoTO' 

Vo&mtttZMMik&Vo (6 8 1mg) Srftfc. 
TLC:Rf 0.55 (I^f ^ : ^^/^= 1 9 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.22 (d; J = S.4Hz, 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 
5 (dd, J = 8.4, 2.4Hz, 1H), 3.79 (s, 3H) 0 

4- (2 p p-4 h**sy ^-fr) - y^u-yv- ;\» 



H 3 CO 




10 mm^vm^tci^m (6 4 4m g ) % 4-3-K-5-y^/wy 

*"tf-y-/W ( 6 5 8 m g ) N joil/^Tk*^ h y 9 A ( 7 9 1 m g ) C'^ 
hdrv-i^^ (2.5m 1 ) (2.5m 1 ) 7F7^MJ7i^ 

;U**:7.f ^yv^A (3 6mg) £7JP?U 8 0 °CT* 1 6 fffijf# L/c„ 

^Mf^ : mm^^= 1 9 : 1-»1 5 : l) "CflfiKU OTClttl^ 
-fZMMik&to (6 3 7mg) &#7c 0 
TLC : Rf 0.44 (n-^f> : ^xf;i/=3 : l) ; 
20 NMR(300MHz, CDC1 3 ) : 6 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) 0 
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I, I 



h 3 co 




ci 



^mUX;m^ht.^m (6 2 3mg)'©^y^ (2.8ml) 

' 1 

5 i.5M^- h n k^v k/^ * / -/vastt (2.8m. 1 ) s^p*., g$s.-c 4 B# 

1 1 t ' 

/V (10ml ^?^Ufc 0 Am^4NM.m (1ml,) »^T, 

p H 5 t L> ' ^m^^VT^tti L7t„ W^Jl&i^nj^Tklt^ h y !> AtK^ 

10 ^T»r««-f^>^^#/ (4 9 7mg) *mtc 0 

T L C : R f 0. 13 ( n — ^rf-^ : g^^^= 3:1) ; 
NMR(300MHz; CDCI3) : 5 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) D 



15 ##ffil6 

HN — N 

.CH 3 




OCH3 



##^2T^jftfcfb^t/ (8.63 g) ©f^xy (2 0 0ml) ft 
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i 

i, . 

m (8.0m)).^tO;t Kyv^; l*fPt) (4.5ml ),'^P^fc 0 

& 5.5 H£ft3g&e U £ b ^fiT'-«3f l>c D £Jfri«&$l3i U 6 

NM^JP^s @fc$^'?vt'/n -^^rf-^ (30ml/30mr)l T'ttttJ t 

(8.38 g) 

T L C : R f ' 0.30 n o jJ>/VA : ^ * y — 9:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J = 2.5Hz, 1H), 6.77 

(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H) C 

0 . ' 

llij 

8-t Ko d f^-2-^^-3- (2-^^-4-^ 

-6, 7-^bKn-5H-^n^ [d] t'^n [1, 5- a] fc° 

V 5 ' • 



OH 



15 




##M6TMittfc^^ (5 0 0mg) (3ml) 

/ V- 2 --#/l^V^?Vl^n;*7V^ (0.40m 1 ) Srj&P*., 3 fffig 

ml ; 2 : 1) *Mk.tz. 0 ffi Hi Lf^^^M U v^^/i^^r^/n - 
20 ^f-y (10ml ; 2 : l) Ti5fc#U ^LT, ^T^Mi&^-TS 
(4 8 Omg) £#fc 0 
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T L C : R f 0.47 {■? u n : ^ ? J —}V= 9:1) 



NMR(300MHz, DMSO-d 6 ) : 8 11.90 (br s, 1H), 7.10 (d, J - 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 (dd, J = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H) 0 



5 



8-^ nD-2->f/K 3- (2-*?-/U-4-* -6, 
7-v^tKn-5H-^Pf<^ [d] t'r/n [1, 5- a] t'p 



mMMl-Vm^Ltzit^ (40 0mg) COW^V (4 ml) Sfflifcfc, 
ttt&fcV > (0.60m 1 ) *5 it5^^T= !J > (0.25m 1 ) tt^L N 1 

n : 3-*l : 2) TiMLT, «T<0^4tt«:W?-3*»fc- 

-^fe (4 1 lmg) fc#fc„ 

T L C : R f 0.52 (n-^^rf-V : gj^c^/l^ 1:1) ; 
20 NMR(300MHz, CDC1 3 ) : S 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 



CI 
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r 

2.15(s,3H) 0 ' , 

MMM2 

8- -2-^^-3- {2-'*?*A'-A T *Y*r 

■5 i^7i-;V) -6, 7-^t Ko-5H-^n^ [d] M°y9u [if, 

5 -a] try 




OCH 3 



7 T*$83t (1 5 Gmg) % *Jitf 3 -^fvWT § > (0.6 

m i ) <om&m* 140 °ct- i smmw Ltz 0 R&n&m&ibm&. ^v* 
ft^tT. £tT©*ttfliSr^ri-5iiji^4b (i6 9m g ) &mit, 

T L C : R f 0.57 ( n -^dff-y : fiHKcc^-/I/= 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J = 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 
15 J = 7.0Hz, 2H), 2.89 (t, J = 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2.14 (m, 2H), 1.69 
(m4H), 1.02 (m, 6H) 0 

Hjjfeffi] 2 ( 1 ) -2 (3 6 5) 

1, 2-^^-4-7^ h*i<"<>l£><DttfrV)K, tt^f^M^ 
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I 

• I, 

i 

%M7-*m]&W2 >(s-^y?-fr7 ^y'vttfrt)^ ft^-rzfc&yj&m^ 

5 H^^i"5^#J$rffiV^T, 6 VH'Mll 1 7 2 i 

1 

1 

10 8- (N-^/U-N-.n -Zff-tVT^'S) -2—t h^S/^fyV-S- (2 

* Cd] [1, 5-a] try'$s?>' 




OCH3 



TLC : R f 0.43 (n— ^^-y : 2 : l) ; 

15 NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz,3H) D 

20 



60 
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1 

mm. (2) v • ■ 

8- (N-7"n fcVV-N- (2-kKo^*f^) T^y) -2-^^ 
-3- (2-^^-4-^h^7*^) -6,- -7-iPt Kn- 5H-' 
i/?T2s<y# [d] t'7 % /n [1, '5-a] t°JJ, 5i?y 




T L C : R f 0.80 (n — : ;U= 1 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, .1 H), 
6.79 (dd, J - 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 ll), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3H),2.15(m,2H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz,3H)„ 

8- - 3 - (2-^/V-4-^F^ 

i/^^^yu) -5, 7-v?kKn-f^y [3, 4-d] t 0 ?/* [1, 5 
15 -a] t°y 5S» 
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i. i ■ 




OCH 3 



T L C : R f . 0,51 (n-^-fy : ffiRxf^= 2:1) ; 
NMR(300MHz,CDCI 3 ) : 5 7.15 (d, J = 8.5Hz, 1H),6.86 (d, J = 2.5Hz, 1H) ; 6.79 
(dd, J = 8.5; 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, TH), 4.32 (br s, 2H), 4.14 (br s, 2H), 
5 3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2,18 (s, 3H), 1.84-1.57 (m 4H), L03 (t, J = 
7.0Hz, 6H) 0 

,» " : 

mmm2 (4) , 

9- (3 -xyf-^TS. y) 5- {2-^^/V~ V* 

10 v-^^^/l^) -2, 3-v>tF0-fiy [3, 2-d] f^P [1, 5 
- a ] k° ]} ^ ^ 




OCH3 

TLC:Rf 0.40 (n-^^rf-V : ^cn^= 2 : 1) ; 
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■ i, 

1 1 1 

NMR(300MHz', CDC1 ? ) : 8 ' 7.15,(d, J = 8.5Hz, 1H), 6.8,5 (d, J - 3.0Hz, 1H), 6.79 
(dd, J = i'.S, $OHz, 1H) 6.17 (d, J = 1 0.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H); 2.30(j>, 3H), 2.'18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J - 7.5Hz, 6H) D 

1 i 
i i 

5 mMM2 : (5) •' . " '' • 

8- (3-^yf/|>T5/) - 3 - (2-^^-4-^ h^r 

v'^i-;!') - 5, ,7-S?tKc-7o [3, 4-d] t°r/n [l, 5- 

a] try ^ . , 




och 3 



10 T L C : R f 0.33 (n : |^:t^vu= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H)„ 

15 

mm (6) 

9- (3-^yf^7^/) - 6-^^-/1/- 5 - (2 

^7i^) -2, 3-i?t KD-7P [3, 2-d] fc'^/D [1, 5- 

a] t-y ^v 5 ^ 
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OCH 3 

TLC : Rf 0.43 (n : g)Eg&j:^= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz,. 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.83' 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2.19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (m, , 
6H) 0 

l ' .'1 

mmm2 (7) 

9- (3-^yf;u7^;y) -2-^^-3- (2-^^-4-^ 

10 i/^^^yv) -5, 6, 7, 8-rf7tFn-t7yp [3, 2-b]^ 




och 3 

T L C : R f 0.45 (n -^Mf^ : ^rc^= 2:1) ; 
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i 

NMR(300MHz, CDC1 3 ) : 8 13,04 (br s, 1H), 7.91 (br s, 1H), 7.15 (d, J t= 8.5Hz; 
1H), 6.96 (d, J - 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (m, 2H), 2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1. 64(m, 8H), 0.91 (t, ' 
J = 7.5Hz,6H) 0 

'5' ■ 

(8) 

6-^^-5- (2-^^-4-^ h^^m-^) -9- [ (2S, 
4 R) -4-^ h=¥v— 2 ->« V 1 --f^] ■- 2, 

3-v J tKo-7D [3, 2-d] [1, 5 -a,] k^Jv^y 




TLC:Rf 0.24 (n-^fy:SRxf;i/=i : l) ; 
NMR(300MHz, DMSO-d 6 ) : 6 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J = 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95(m,2H) 0 

mmm2 o) 
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9 - ( 3 -<iXfA,T % J) r 6 '-^/\r^ 5 - , ( 2 - / ? fir- 4 - * h * 
^7x^ T -2;-3'-^t KD-.^PH:[3', tf7/D [1, 5 

-a] t-ysv^ 




OCH 3 



10 



T L C : R f 0,37 ( n ~^-fy : ffi&^j\,= 1 : 1 ) ; 1 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6,78 
(dd, J = 2.7, 8:'4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), 3,06 (t; J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m,6H) 0 

mmm 2 (10) 



2-/f-/U-3- (2-tf-fis-A-^ Ki/7i^) -8 - [ (2S, 

4R) h*ris- 2-* Y**/* l ?fi'\£n ]} \ -4tV\ -6, 

7-i?tFn-5H-^D^ [ d ] \fy^xi [1, 5- a] hTJJ^i? 
15 > • 
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T L C : R f 0.30 '(n-^^rf-^ : ffi®x.*?;y= 1 : l) ; 
NM R (300MHz, CDC1 3 ), : 8 . 7.15 and, 7.07 (d; J = 8.4Hz, two comformers, 1H), 
6.89 and 6.87 (d ? J - 2.7Hz, two comformers, 1H), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 

4H), 3.367 arid 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 

* 

3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H)o 

10 mMM2 (1 1) 

2-ff-)V- 3 - (2-^f^-4-A^7i^) -8- [ (2S, 
4R) -A-/ h^->-2-/ \-**y*<?/V\i°X2 y v^-i-^/U] -5, 
7-^tKn-7D [3, 4-d] k^y'n [l, 5-a] fc°y^v^-i& 
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H 3 CO 




1 

TLC:R f 0.22 ( n -^^1/ : ^k^jv= 1 : l) ; 
(300MHz, DMSO-d 6 ) 7.10 (brs, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, J = 10.8Hz, 1H), 4.85 
5 ' (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3,85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, 1H), 2.21 (s, 3H), 2. 15-2.00 (m, 4H) C 

mnm 2 (12) 

10 6-^^-5- (2-^^-4-^ -9 - [ (2S, 

4R) h*is- Y*i/*J-JV¥u ]} l -JjV] -2, 

3-^/tFo-fDP [3, 2-d] f^D [1, 5 -a] fy^v 5 :/ 

H 3 C(^ 




OCH 3 
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• I, 

■ . • •; 1 .• '. 

T L C : R f . 0.43 (2 p n Ifojyi* : * $ \J 2, '0 : 1 ) ; 

NMR'(30D^IHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7,'8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H); 3.54 (m, 1H), 3.48 (dd, J = 4.5, : 9.6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2. 1 8 (s, 3H), 2.01 (m, 1H) 0 

H»!)2 (1 3) , 

t 

a^^/V) -5, •7'-v ? t Fa-7o .[3, 4-d] t°y^P [l, 5-a] 

10 t°y ^ v 5 .^ '•• 




OCH3 



TLC : Rf 0.34 ( n -^=¥f-> : W^^= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) 0 

mm\2 (14) 

8- [ (2S) -1, h^r^^>- T$S-2-*T 

/V-3- (2-^fvl— 4-^ Y5r*sy^—?V) -5, 7-v ? tKp-7n 
20 [3, 4-d] t"r/n [1,'5-a] fc°]Mi^ 
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OCH 3 



TLC:Rf 0.26 (n ^-pis : @^a:fvw=2 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J - 8.1, 2.4Hz, 1H), 6.57 (brd, J — 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (fl, 
5, J = 9.9Hz, 1H), 4.90 (s, 2H), 4.33 (d, J - 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48, 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
(brs, 3H)o 



mmm 2(15) 

10 8- [ (2S) -1, 2 f/i/] T ^j-2-^f- 

/V-Z- {2-t^-)V- A-*V*i/7 -6, 7-^tKn-5H 

[d] bfyy'p [1, 5 -a] k°y$v^ 



r 



,OCH 3 
OCH3 




OCH3 
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T L C : R f 0.30 (n-^fy : ^Bft^jV- 2 : 1) ; 



NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.77 
(dd, J = 8.1, 3.0Hz, 1H), 6.47 (brd, J = 11.8Hz, 1H), 4.34 (brs,'lH), 4.01 (m, 1H),' 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.3Q (s, 3H), 
5 2.18 (s, 3H), 2.13 (m, 2H), 1.86 (m, 1H), 1.65 (m, 1H), 1.04 (brs, 3H) D 

mm\2 (1 e) 1 

8- (1, Y^-yzfx2^-2-^;v) 7^/-2-^f;W-3- 

(2-^f;W4-^ f^r;/7x-;l/) -5, 7-^kFP-7n [3, 4 

10 -d] b°7yc [1, 5-, a ]. t°y 



TLC:Rf 0.42 (n -^fy : «xf ;l,= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H) C 

mmm 2(17) 



4-p< h^i^^/i/) -5, 7-v^t:Kn-^n [3, 4-d] \i°y9u 




0CH3 
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; * t 

• I, 




OCH 3 



TLC : R f 6.24 .(n-^MJ-y : f£^^yV= 1:1) ; 
NMR(300MHz, CDCI3). : 6 7.15 (d, J = 8.1Hz; 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 ' 
5 (dd, J - 8.1,'2.7Hz 5 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 

1 ' 1 1 

3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H) D 

I . 1 • ■ ' • . . 

f I' 

mm&i 2 (1 8 ) 

8- (1, h3rv^n^X-2--f/0 7 K S - 2- *J-JV- 3 - ■ 

10 (2-^^-;U-4-^ y*isy*.~;v) -6, 7 - v>t Fo - 5 H-i/? n. 
[d] fr/n [1, 5- a] t°y 5 v 5 ^ 




T L C : R f 0.53 ( n -^-fy : @^:x^vv= 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 
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I, 



(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d) J = 9.9Hz, 1H), 4.14 (m, ,1H), 3.69 (s, 3H), 3.50 (d, 
J = 5.4Hz, 4H),'3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 ,(^3H), 2.01 (m,2H) 0 i 



5 mm 2 (i 9)' 



4-^ Y'*i/7^^;ls) -6, y-v'kKn-SH-^D^ [d] t° 



10 TLC : Rf 0.41 (n-^fy : f^txf^ 1 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H) c 

15 

n»2 (2 0) 

(5RS) -8- (3-^^^T^/) -2, 3- (2- 

t^jV- 4-^ Y*^7 -5, 7-^tKn-7P [3, 4-d] 

[l, 5-a] try • 



7y*D [1, . 5-a,] t°y 




OCH 3 
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i 




och 3 



TLC : R f 0.44 (n-^'-^V: W^^f~;V=2 : 1) ; 

1 

NM R (300MHz, DMSO-d 6 ) : 6 8.71 (br s, 1H), 7.15 (d, J = 8.5Hz, 1H), 6.93 (d, J 
« 2.5Hz, 1H), 6.85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J= 10.0, 2.0Hz/ 
5 1H), 5.17 (d, J = 10.0Hz, 1H), 5.11 (m, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H) 0 

mmm 2(21) ■ •. . ■ 

8- (3-^yW$/) -2-^^-3- (2, 4-^DC7a = 
10 71/) -6, 7-^tFP-5H-^n^ [d] fc°yy*n [l, 5-a] 




T L C : R f 0.50 (n -^^-y : @f^^vl/= 2:1) ; 
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r 

NMR (300MHz, CDC1 3 ) : 6 7.5,0 (d, J = 2.0Hz, 1H), 7.35 (d, J = 8.5Hz, 1H), 7.29 ' 
(dd, J = 8.5, 2.0Hz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1 .01 (t, J ' 
. = 7.5Hz, 6H) 0 

mtm\2 (22) 

8- (3--<yf;l/7 5 7) -2-^^-3- ( 2 -*.?-jV- 4 h 
^7i-/V) -5, 7-S?fc Kn-k'PP [3, 4-d] t°7 N /n [1, 5 

-a] t°y 




OCH 3 



T L C : R f 0.48 n n : ^ ^ 7 — /U= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) D 

H»J2 (2 3) 

8 - i?^/U7 5;-2-^ fvU- 3 - (2-7<fvW-4-^ h^7x^ 
AO -6, 7-^Kd-5H-^d^ [d] t'^/n [i, 5-a] 
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OCH 3 , 

T L C : R f 0.67 ,(n : ftixf/^ 1:1) ; 

NMR (300MHz, CDQ 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J - 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H)c ; : ' ' • 

• I 1 ■ • * • . . 

mm\ 2(2 4>)- • 

8- (N-in^/k-N-n-^/VT^ /) -2-^^-3- (2, 4- 
10 v^npy^^j -6, 7-v?tKD-5H-^P^y^ [d] h^y 
o [1, 5 -a] t°]J 5^ 




TLC : R f 0.78 (n-^3rf-> : lt^^= 1 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J - 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 
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2.91 (t, J = 7.7Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.32' 
(m, 2H), 1.17 (t, J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) C 

. MMM 2(25) 

5 ' 8 n^o \f/V/ fyVT i J ~ 2 - / f-fr— 3 - ( 2 — ^ f )V- 4 - 

^ Y>*i/7x.~M -6, 7-i?tKD-5H-^n^ [d] 
P [1, 5- a] t°y 5 v>> 



T L C : R f 0.40 (n -^f-^ : flsjfctfvl'^ 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) 0 

15 mmm 2 (26) 

8- (N-7°n t°A— N- (2-t Kn^v^xfyu) T^J) 

-3 - (2-^^-4-^ h^ri/7*=^) -5, Kp-7o [3, 

4-d] e7/n [1, 5- a] bTU § S?^ • JftlKfc 
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i 

: • 




1 

T L C : R f 0.26,(n-^^r^> : i : 2) ; 

NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4,2:7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (bit, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s, 3 H), 1.63 (m, 2 H), 1.00 (t, J = 7.5Hz, 3 H) 0 

mmm2 (2 7>> 

8 - ( 3 -^-y^jVj -2-*Y ^ri/^f/V- 3 - (2-/ 4 

10 h^7x^) -6, 7-^tKa-5H-^P^ [d] 

/n [l, 5 -a] t°y. ^v 5 ^ 




och 3 



T L C : R f 0.27 (n - ^ggi^= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J .= \6.5Bz, ,1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H), 
3.81 (m, 1H)','^.37 (s,.3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (m; 2H), 1.80-1. 53' (m, 4H), 1.08-0.94 (m, 6H) D ' I 



5 mm 2 (28) 



8- {Z-^yj-jVT^;) -2-^f">-3- (1, 3-v^f--f^ 



^-5-^) -6i 7-v?t Ko-5H-^n^ [d] t°7^n [l, 



10 TLCr.Rf 0:61 (n -^-fy : gfc@^^7W= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J = 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J= 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H)„ 

15 

mmm2 (29) 

8- (3-^/1/7^) -2-/ ^-)V- 3 - (3, h^V7i 
-6, 7-i?tKn-5H-^D^ [d] t°7)/n [l, 5- 
a] K'})$i?y 



5 



a] fiUv^, 
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OCH 3 

TLC : Ri 0.56 ( n -^-fls : ^gt^f-jV^ l : l) ; 
NMR (300MHz, CDCI3) : 6 7.29 (d, J = 2.1Hz, 1H), 7.19 (dd; J = 2.1, 8.1Hz, 1H), 
6.96 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 . (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J - 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = ,7.2Hz, 6H) 0 

mnw2 op) 

8-^n/Dt>7^y-2-^^-3- (2-^^-4-p< 
10 y^~;V) -5, 7-^tFn-7n [3, 4-d] \£yV*u [l, 5-a] 




OCH3 

TLC : R f 0.33 (n-^fy : fttif ;U=3 : 2) ; 
NMR(300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
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(dd, J = 8.1, 2.7Hz, 1H), 6.62 (brs, JH), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), 2.30 (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) D 

. H»J 2(31) 

5 8- (3— Of'Jl'T^/) -2-i/fin^/U-3- (2-^5vV-4- 
* ■Y*ri/'7 -6, 7-^tKo-5H-^P^ [d] M'yV 
n [1, 5 -a] fc'y^v^ 




OCH 3 



TLC : R f 0.62 (^O-tf^ : ftBfc=-?vU= 5 : l) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) 0 

15 mmm2 02) 

8- (3-^yf/W7 5 J) -2 ;V-Z- {2- ^=fjV- A- ^ Y^r 
-6, 7-^tFn~5H-^n^ [d] t°7^P [1, 

5- a] t°y 
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OCH 3 



TLC .Rf 0.59 ,HytV : p&xL*?-jv= 5:1) ; 
NMR(300MHz; CD'C1 3 ) : 6 7.15 (d, J = 8:1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H) S 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
J = 7.5Hz; 2H), 2.89 (t, J = 7.8Hz,' 2H), 2.67 (m, 2H), 2.17 (s, 3HQ, 2.1.3 (m, 2H), 
1.81-1.52 (m, 4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J - 7.5Hz, 3H), 1.01 (t, J = 7.8Hz, 
3H) C 



n»i2 (33)- 

10 8- U-^^/KT'^ y) 
y hdri^^/U) -6, 7 
n [1, 5- a] t°JJ v^y 



2 y7°P tW- 3 
v=t Kd-5H-v 



(2-y^vv-4- 
[d] 




HC1 



OCH3 
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• i, 

i 

T L C : R f 0.60 ,( n V : @^^9vk= 3 1 ) ; 

NMR(300]vftlz, CDCI3) : 5 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d, J = 
2.4Hz, 1H), 6'81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3149 (m, 2H), 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, lH), 2.28 (m, 2H), 2.20 (s, 3,H), 1.85 (m, 2H), 1.74 . 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J - 7!2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz,' 3H) C 

H»[|2 (3.4). , 

8- J) -2.-^^-3- (2-^^-4-^ 

10 b^v^^-M -6,' 7-v?t Ko- 5H-V^ C'd] t°yy*P 

[1, 5 + a,] - -SMBM, 




OCH3 



T L C : R f 0.55 (n -^t^ : ffixf ;U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) Q 

SMM 2 (35) 
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i 

Y$ci/~7*~)V) -6, 7-^kKo-5H-^n^ [d] t° 

7/p [i f 5- a] \?y -m®& 




5 1 T L C : R f 0.31 (n -^^f- V : ^t^'ju= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 . 7.31 (brd, J = 10.8Hz, 1H), 7.16(d, J = 8.4Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J, = 7.2Hz, 
10 3H), 1.05 (t, J = 7.5Hz, 3H) D 

2(36) 

8- (N-7< f-JV-H-*/# d/d ^7 5 /) -2-^^-3- (2- 
^^-4_^ -5, 7-i?fcKo-7a [3, 4-d] 

15 }fyVxJ [i, 5- a] fJJ^v 5 ^ 
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T L C : R f 0.16 ^n-^fy : S^xf;U= 3:1) ; 
NMR (300MHzi GDC1 3 ) : 5 7. 14 (d, J = 8.1Hz, 1H), 6.86 (d, J - 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m, 1H), 2.33 (s, 3H), 2. 16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) 0 

mmM2(3 7 f ), ' 

8- (3— ^^/WT^y) -2-^^>-3"- (2, 4 -v^ 5-fr7 
/V) -6, Kc-^5H-^T3^<y^' [d] M°v9x2 [i, 5 -a] 

io t°y 5v?y 




T L C : R f 0.50 (^^V : gj-^c^vl^ 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 
6.21 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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i 

2H), 2.34 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 ■ 
(m,6H) 0 

i 

lli 2(38) .,' 
5 8 _ (3-^yf;i,7*/) ,_ 2 ->^/v-3- (2, 5 - v^^/U?^ 
A-) -6, 7-i/tKa-5H-^o^ [d] k c 7/n [l, 5 -a] 




TLC : Rf 0.54 (n -^fy : ^xf 3 : l) ; 
10 NMR (300MHz, CDC1 3 ) : 5 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5 Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

15 mtMM 2(39) 

8-^P7 ,, w^y-2-^f;i/-3- (2-^^-4-^ Y^-yy 

^)V) -6, Ko-5H-^o^y^ [d] [1, 5 

-a] t°y ^ i?> 
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TLCiRf 0.36 (n -^^V : ;\,= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.14 (d, J « S.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8,4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H>; 
2.16 (s, 3H), 1.90-1.70 (m, 2H) C 

UMI 2 (40) 

8- (N-xf/V-N-^D^W^) -2-^^-3- (2-p< 
10 h^^7x^)-6, Kn-5H-^D^[d] 

[1, 5 -a] t'y^^y-Iil 




OCH 3 

T L C : R f 0.38 (n-^-fl^ : g^rcfvV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 8.7 5 2.7Hz, 1H), 4.74 (m,' 1H), 3,99 (m, 2H); 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 
2H), 2.98 (t, J lv n 7.5Hz, 2H), 2.20-2.10 (m, 6H), : 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m,2H), 1.16 (t, J = 7.2Hz, 3H)= 



5 



8- '(yn^y-i, 3 2 --i'/v>)' T$y-2-^f-;^-3- 



(2-^^-4 h^r->7^^;W -6', 7 - S?fc Kp - 5 H— */9 o. 



10 T L C : R f 0.44 o n tfvUA : ^ / — )V= 9:1); 

NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H),2.11 (m,2H) 0 

15 

mWM2 (4 2) 



8- -2- (2-7y;>) -3- (2-^^1—4 

-6, 7-i?kKo-5H-'^n^ [d] t°y 

y* [i, 5 -a] try 



[d]"t'7yn '[1, 5-a] t 8 y^v?;> 




OH 
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.* 1 

• I, 




och 3 



TLC : R f 0.33 \n-^*$-> : IM^^=4 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.47 (m, 1H), 7.21 (d, 1 = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6,81 (dd, J = 8.1, 2.7Hz, 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 3H), 3.82 (in, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1.70 (m, 4H),; 1.04 (t, J = 7.2Hz, 3H), 1.01 (t, J = 7.2Hz, 3H) 0 

mMM2 (4 3) • 

8- (3—<yW5y) - 2-7 3 - (2-^^-4-^h 

10 dr;X7^n/^) -6, 7-^tKD-5H-V^o^ [ d ] h'yyu [ 1 , 

5 -a] t°y ?^y-iit 




och 3 



T L C : R f 0.41 (n -^f"^ : Sffl6^i^= 4:1) ; 
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( I 

I 

NMR (300MHz, CDC1 3 ) : 6 7.59.-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88 ; 6.82 (m, 
2H), 4.04 (m, 1H), 3.85 (s, 3H), 3.55 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
. (m, 2H), 2.05 (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 1 

3H) C . .; 

mmm2 U4i 

, 8- (2-v^^vKTS: /xf^/) 75 J- 2-*3-;V- 3- (2-/5vK 
^^71=^) -,6, 7-i^t Ko - 5 H-v^ D-^y^ [d] 
h'yy'u [l, 5- a] .fc°y 5^ ' 




T L C : R f 0.30 (^4t^ : * / -/V= 19:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
' (dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H)„ 

mmm 2 (45) 

8- (N-p^l'-N- (2-^W^;xf;H 75/) - 2 - / f- 
)V-Z- (2-^=f/U- 4 hdrv-7^-/V) -6, 7-v>fcKn-5H 
20 -v-^P-O-^ [d] t°7/o [1, 5-a] t°V^i?>' 2&^i£ 

90 



WO 02/053565 



PCT/JP01/11581 




TLC : R f 0.46 (Ift^fvy : ;U=9 : 1) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.42, (d, J - 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t, 
5 J = 7.5Hz, 2H) 5 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 
(t, J = 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1.90 (m, 2H), 

SMM2 (4 6) 

8- (N-^^-N- (2-v ? ^5 L /UT^ Jx&A') T%J) 
10 /is- 3 - {2-f5-)V- Y$r ; y7 3L=.)V) -6, 7-v 5 fcKn-5H 
-->^n-<>^ [d] [1, 5 -a] t°y$v^ 




OCH 3 

T L C : R f 0.46 {Wfc* ^ ^ : * $ J 9:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J - 2.7Hz, 1H), 6.78 
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t 

I, 

(dd, J = 8.4, 2.7H?, 1H), 3.82 (s, i^^Wit,. J = 7.2Hz, 2H), 3.64 (q; J = 7 2Hz, 2H), 
2.99 (t, J,^ 7^Hz, 2H), 2.90 (t, J = 7.5Hz, 2Hj, 2.56 (t,.J <= 7.2Hz, 2H), 2.31 (s, 3H), 
2.25 (s, 6H), 2. 1 7 (s; 3H),' 2. 12 (m, 2H), 1 . 17 (t, J = 7.2Hz, 3H) 0 

5 mm.m 2: ( 4 .7 ), ■ '., •,' 

8- - 2 -^/U- 3 - (2-^^-4-^ h 4 

^x^J-B, 7 -i^t Kd- 5H-^ [d] [1, 

5- a] fcTU § 




10 T L C : R f 0.50 (n -^^r-f-> : 1^^^^= 3 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 

15 7.2Hz, 3H) 0 

mmm 2 (48) 

8- -2-^^-3- (2-^^-4-^ h^>> 

7^-;V) -6, T-^tFo-SH-^p^ [d] M'y^u [l, 
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5- a] *y$i?>-m.wt&. v 




och 3 



TLC : Rf 0.40 (n : jft§gtx.^ju= 3 : 1.) ' ; ' 

NMR(300MHz, CDC1 3 ) : 8 736 (brd, J = 9.9Hz, 1H), 7.12 and 7.11 (d, J = 8.4Hz, 
5 ' two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and, 1.47, (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1 .08 (t, J = 7.2Hz, two comformers, 3H) 0 

10 HJ&fll 2 (49) 

8- (N-7°n fcVL—N-v^ d^d tVM^vKT % /) -2-/^^-3 
- 4-?i h*i/7 -6, 7-i/tKn-5H-^ 

u^y? [d] M'yyv [1, 5- a] h°y 




OCH3 
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i 

i • 

i. • 

, • ■ « ■ 

TLC : R f 0.42 ,(n : BHft^f">- 3:1),; 

NMR(306Mpzj CDCI3) : 6 7.13 (m, 1H), 6.88 (br s,lH), 6.82 (m, 1H), 3.88 (m, 
2H), 3.83 (br,.s, 3H), 3.77 (brs, 2H); .3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, ,3H), 2,24' 
(m, 2H), 2.19 (s, 3H) ; 1.73'(m, 2H), 1.12 (m, 1H), 0!96 ( m, 3H), 0.62 (m, 2H), 0.26 
5 (brs,2H)„-* '•• ''■ . 

gHM2 ,(5 0) 

8- (3-<<>?-/UT^;) -3- (2-^/1^- 4-^ h^fi/7i^) 

r 

-6, 7-v?t FP-5H-^o^, [d], M'yVu [ 1 , 5~a] fc° 

10 v • • ■ • 




OCH3 

TLC : R f 0.46 (n-^^rf-^ : g^g£zn^vV= 3 : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 8 9.25 (m, 1H), 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) C 

^j&ffij 2(51) 

8- [ (2R) - 1 Y*i/7*>-2-4J\'l T^y - 2-;<?vl— 3 
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i, 

1 1 1 

- ( 2 - 1 4 7 / h * V7 * , - 6,', 7^t Kn — 5 H — is# 

v-<y# t°7^p ci, 5-a] try ss^'-aa** 

• ' ^ • • • i 

HN A^OCH 3 




TLC:R;'f 0:21 (n -^f-^ : ftgfcj.f-/w= 3 : 1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J ,= 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 345 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2-30-2.20 (m, 2H), 2:28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J = 7.5Hz, two comformers, 3H) e 

0 

•mnm2 (5 2) 

8- [ (2 S) - 1-/ Y^rVf^V-2-^)V\ T%S- 2-tt/V- 3 
- (2-^^;u-4-/ \**i/y^=-;V) -6, Kn-5H-^ 
n-O-^ [d] M'yVu [l, 5-a] fc°y ^ v>> • 
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1 
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OCH 3 



TLCiRf 0.21 (n-^'fy'^ixf-^a : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
5 , 3.66-3.53 (m, 2H), 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1 .09 and 1 .08 (t, J = 7.5Hz, two comformers, 3H)„ 

\ ' ■ 

1 

mmm 2 (53) 

10 8 - ^ o-<yf /l/7^ y - 2 - ^ f ^- 3 - (2-^5^-4-^ h3^> 
y^=.)V) -6, 7-^tKP-5H-^n^ [d] [l, 
5- a] t°y *W 




OCH3 
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TLC : R f 0.30 (n-^-fy v ffl&^j\,= 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.7Hz, 1H), 6.84 (d, J = 2.7Hz, lH), 6.77 



J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H),'2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 ,(m, 4H), 
S 1.95-1.65 (m,6H) 0 

I»l2 (5 4) ' 

8- (3-^yf;l/7^;) - 3 - (2, 4-v ! 7/Vt.P7x 

-6, T-v'tKn-SH-^n^^ [d] t;7 N /n [l, 5 - 
10 a]k^v^y 



TLC:Rf 0.57 (n-^fy : Sixf ;u= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J=8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J =7.2Hz, 6H) D 

HI! 2(55) 

8- -2-MJ7/^n^f;l--3- {2-^^)V 

-4-/ b^ry7x-^) -6, 7-S?fc Fd-5H-^d^ [d] 
20 [1, 5-a] t°V -i&miM. 

97 



(dd, J = 8.7, 2.7Hz, 1H), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (tng 1H), 3.82 (s, 3H), 3.15 (t, 
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OCH 3 



10 



T L C : R f 0.42 ( (n : ftggj:^/u= 3:1) ; 

1 

NMR(300MHz j CDC1 3 ) : 8 7.33 (br d, J =, 10.2Hz, 1H), 7.13 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
3.56 (m, 2H), 3.20 (ra, 2H), 2.33 (m', 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 



ggjj#J2 (5 6) ' ■ 

1 ■ i 

8- (N-^/k-N- (2-;* hdrvoc^vU) 7^;) -2-^^-3 
- (2-/J-/U-4-^ h^-yy^^Jl') -6, Kn-5H-^' 
n-O-^. [d] f^o [1, 5 -a] ' fJJ 5 




OCH, 



TLC:Rf 0.20 (n-^fy : iixf;p=3 : l) ; 

NMR (300MHz, CDC1 3 ) : 3 7.11 (d, J - 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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• I, ■ 

■ ' ■: « ■ • • 

(dd, J = 8 : 4, 2.7Hz, 1H), 4.34M.'l7 <m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.'fkz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 

t . 1 

2.28 (s, 3H), 2.3O-2.20 (m, 2H), 2. 1 8 (s, 3H), 1 .38 (t, J = 7.2Hz, 3H) 0 ' • 

i • , ■' 

1 I 

5 mum* (5 7)' " ' • 

t 

7i-M- ( 6, 7'-v>t Kn-5H-v^ [d] fc^/P [1, 

5- a] t'y ^^V, 




OCH 3 



10 T L C : R f 0.30 (n -^=^ty : ^xf/i/= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J =8.1, 2.7Hz, 1H), 6.34 (brd, J = 9.6Hz, 1H), 3.81 (s, 3H), 3.80 (m, lH),3.10(t, 
J= 7.2Hz, 2H), 2.88 (t, J= 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) 0 

15 

mmm 2 (58) 

8- (N-^ntVl— N- (3-^>-^) 7 5/) -2 -*=}-)V- 3- (2 
-;^/W-4-^ ^V7i^) -6, 7-^tKD-5H-^D^y 

* [d] t'r/o [i, 5-a] k°v -mmfe 
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OCH 3 

TLC :R f 0.43 (n : f^k^f-;V= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8. 1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 , 2H), 2.97 (t, 3 = 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1 .42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) 0 

l 

mmM 2 (59) 

8- (3-^yf/U7^ y) -2~/^/U- 3 - ( 4 - ^ h 3f v-7 jc^/W) 
10 -6, 7-^kKo-5H-^n^ [d] fyy'd [l, 5-a] t c 




OCH3 



T L C : R f 0.57 ( n -^3f-f-^ : f^s.f-/V= 2:1) ; 
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NMR (300MHz, €DO ? ) : 8 1 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10 
(br d, J= 10.!$Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H),'2.'53 (s, 3H); 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 



5 nmmi (6oy ■■ ■ 

I ' 1 I 

8- (3 °>^7^y) - 2-4 yzfo 3- (4-^f^7i 



-'6,'7-v?tKn-5H-^n^ [d] fyi/n [ 1 , 5 - 



10 TLCr.Rf 0.54 (n-^Mfi': ftlfcn^yl^S : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H) B 

15 

mmm 2 ( 6 1 ) 

8- t -^7^-2-^f;I/-3- (2-^^/V-4-^ ^v^m 
-6, 7-v ! tKD-5H-^D^ [d] fc°7^n [1, 5- 

a] t°y 



a] try 




0CH3 
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TLC : Rf 0.35 (n ffi&^jV= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (brd, J = 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78 (dd, J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t,J = 7.5Hz,2H), 2.30 (s,3H), 2.18 (s,3H), 2.11 (m,2H), 1.57 (s,9H) 0 

H»!l 2 (62) 

8- (3-^>-^vVT5: 7) -3- (2, 4, 6 - V * f-A^7 a^/lO ,-. 

6, 7-^tKP-5H-^P^ [d] t°7^n 5-a] fc°!) 
10 v^'tit 




CH 3 



T L C : R f 0.58 (n ~^3rif-> : fft&r.?vu= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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2H), 2.13 (s, 6H), 1.67-1.96 (m, 4H), 1.07 (t, J = 7. 5Hz, 6H) C 

. mmM2 (6 3) 

8- (l-V^P^f/Vxf/l>) T K S — 2— / f-fl/— 3 — (2-pf^vV- 
7/o [1, 5- a] t°U v^y-I^I 




T L C : R f 0.28 (n -^^ffy : St^f ^= 3:1) ; 
NMR (300MHz, pyridine-dj 0.5ml + CDC1 3 0.1ml) : 5 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) e 

15 (6 4) 

8- (3--<^7VT^y) -2-^^-3- (2, 3-t>^^-4- 
I>^>:7^~^) -6, 7-v>t Kn-5H-^o^^ [d] t 0 ^/ 
D [1, 5 -a] t°y ^ 
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OCH3 



T L C : R f . 0.37 : iixf;l/= 10:1) ; 

1 

NMR(300MHz, CDC1 3 ) : 6 7.08 (d, J - 8.1Hz, 1H),.6.78 (d, J = 8.1Hz, 1H), 6.21 
(d s J = 10.8Hz, lH), 3.84 (s, 3H), 3.81 (m, 1H); 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
5 8.1Hz, 2H)/ 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m; 4H) 5 
1.03 (t, J = 7.5Hz, 3H), 1.01 (t, J= 6.9Hz, 3H) C 

HMffO 2 ( 6. 5 ) 

8- (3-^^fvU7S; /) -2-^V-3- (2, 5-^^^- 4- 
10 ^ f^i/7x^) -6, 7-i?tKo-5H-^o^ [d] My/ 
p [1, '5- a] t°y 




OCH3 

T L C : R f 0.43 : ^^c^-/k= 10:1) ; 
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i, 
t 

NMR (300MHz,'' CDC} 3 ) : S (5.99 (s, 1H), 6.76 (s, 1H),6.20 (d, J = 10.5Hz, 1H), 
3.84 (s, '3H);^.82 (m, 1H), 3.08 (t, 3 = 6.9Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19.(s; 3H),2.17 (s, 3H), 2.14 (m, 2H), .1.54-1.80 (m, 4H), 1.01 (m,i6H) 0 

5 SMM2_i6_6j_ " ' ' 

8- [N— (.2"; :2, 2-M)7/^nxf;u) -N-i/^oT'oWf 
A'] T 57-2-^^-3- (2-^^-4-^ ^^^71-^) -6, 
Kt?-5H-^D^ [d] h'y^u [l , 5- a] tfJJSS? 




10 OCH 3 

T L C : R f 0.62 (n -^-fy : Bm^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, J = 6.9Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2. 1 8 (s, 3H), 1 .03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) D 

mmm2 (6 7) 

8- (2, 2, 2-MJ7/^D^f-^) 7^-2-^^-3- (2- 
p<^;V-4-^ -6, 7-i/tKn-5H-^n^ 

20 [d] [1, 5-a] t°y v^y 
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OCH 3 



T L C : R f 0.22 (n -^^r> : ffl&x.?-;U= 3:1); 
NMR (300MHz, CDC1 3 ) : 8 T. 14 (d,' J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (bit, J = 7.8Hz, 1H), 4.22 (dq, J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.SHz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H),2.17(s,3H) 0 

mmm 2 (68) 

8- [ (2R) -1-/ 2-4 >V\ 7^7-2-^^- 3 

10 - (2-p*5vl—4-^ l*i/?3L~;V) -5, 7-v?tKo-7D [3, 
4-d] ify^u [1, 5 -a] t° V * 9 J > • 




OCH 3 

T L C : R f 0.25 (n — ^f-^ : ^@^n^= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 
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7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 8.1, 2.7Hz, 1H), 5.45' 
(d, J = 9.9Hz, 1H), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t, J = 7.5Hz, ' 

3H)o " 

•5- 

Hi 2(69) 

8 - [ (2R) -1-^ Y*i/-??V-2 — <)V\ 7^/-2-/^/U-3 
- (2-*?-;U- 4-* h^r'V7x^;W -2, 3-i?t Kn-7n. [3, 
2-d] h°7^/n [1, 5 -a] M° ]} * Z? V • , 



T L C : R f 0.29 (n -^D~y : jV= 2:1) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 8 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H) 0 

(7 0) 



8- (3-<yW^) -3- (2, 6-^f/U-4-^h^7s 
^) -6, 7-^tKD-5H-^n^ [d] [1, 5- 




10 



och 3 
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i 

i, 

* 

■ a ] try ss^-iftiBfi • ' . ' . •■ ■ . 




och 3 



TLC : R.f 0.33 (n -^f-^ : g^^^/V=.3 : 1) ; 
NMR (300MHz,. CDCI 3 ) : 6 7.90 (s, 1H), 7.39 (br d, J, = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (m, 
2H), 2. 1 4 (s, '6H), 1.66-1.96 (m, 4H), 1 .08 (t, J = 7 2Hz, 6H) 0 

1 

2 (71) ' 

8- (3-^^75/) -3- (4, 6-^f/U-2-^f^v^7i 
10 -6, 7-^tKn-5H-^P^ [d] t°y [1, 5- 

a ] try $s?> -ifiifcjfi 




T L C : R f 0.33 (n : f^:n^vv= 3:1) ; 
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5 



15 



NMR(300MHz, CDC1 3 ) : 5 7.9 V 9 (s, 1H), 7.37 (br d, J = 10.8Hz, 1H), 6.75 (s, 1H); 
6.70 (s, 1H), 4.01 (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7.8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 (s, 3H), 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (t, J = 7.2Hz,' 
6H) 0 " 



(7 2) 



8- (3-^yf^7^y) -2-/^^-3- (2, 6-v^^^-4- 

? h^v^oi^/v) -6, y-v'fcKo-sH-^p^^ [a] t°^y 
p [i, 5- a] k°y 




10 0CH 3 



TLC : R f 0.33 (^^V : ^^^/U= 1 0:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) 0 



Hftfcffll 2(73) 

8- (3-^V^VT^/) -2-^^/V-3- (4, 6 -v^^vP- 2 - 
^ f^r^7i^) -6, 7-i/tKn-5H-^n^ [d] t°7^ 
d [1, 5- a] t°!l ^v>>- 
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!, 
i 




T L C : R f 0.33 ^^ifV : H^c?vW= 10:1) ; 
NM R (300MHz,. CDC1 3 ) : 5 6.75 (m, 1H), 6.62 (s,. 1H), 6.21 (d, J = 10.5Hz, 1H), 
3.80 (m, 1H), 3:71 (s, 3H), 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H)„ 

.■■(.)•■'. 
ij f (' 

^»12 (7 4) . 1 

8- (3-^^U-<>^^-3-^^) 7^/-2-^f;l/-3- (2-^ 
10 h*^y a^~jV) -6 , 7-i^t Kn-5H-^D^y^[d] 

b°7/a [1, 5 -a] fc 0 !)^^^-^^ 




TLC:Rf 0.36 ( n -^Mfi' : 3 : 1 ) ; 
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' I, 

i 

i ' 1 1 

NMR(300MHi'.CDCl 3 ) : 6.8.01 (brs, 1 H), 7.12 (d, J ='8.1<Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1' H) s '^.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00H.85 (m, 4 
H), 1 .55 (s, 3 H), 1 .03 (t, J = 7.5Hz, 6 H) 0 

i ( 

.1 ' m ' ' . 

1 • ' 

1 - ' . ' 1 

H»]2 (7 5) 

8- (3— ^^fvVT^y) -2-^^/V-3- (5-^dp-1, 3-v> 

-6, 7-^tKo-5'H-i^^n^y^ [d] 
yfyVn [1, 5 -a] fc'J^v^ •. 



10 



15 




T L C : R f 0.44 (-<^if ^ : g^jL^= 10:1) ; 
NMR(300MHz, CDCI 3 ) : 6 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) 0 



r !l2 (7 6) 



8- (N-xf^-N—O^T^;) -2-^^-3- (2-7<^ 
-4-* Y$-yy*~/V) -6, 7-v?tKn-5H-^D^ [d] 
fc°^/o [1, 5- a] fc'y^v^-lt^ 
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OCH 3 

TLC : R f 0.43 (n-^-fy : 2 : l) . ; . 

NMR (300MHz, CDC1 3 ) : 8 7.26-7 .43 (m, 5H), 7. 13 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
, 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 
5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, '3H), 2.22 (m, 2H), 
2.19 (s, 3H), 1.39 (t, J = 6.9Hz, 3H) C 

mmm 2 a 7) 

1 

8- (3-^yf;V7^;) -2-^^-3- (2-^dd-4-M)7 
10 /^p^KV7i^) -6, Ko-5H-^d^ [d] 

f^/n [i, 5 -a] *i?y -mmm. 




OCF3 



112 



WO 02/053565 



PCT/JP01/11581 



TLC : Rf 0.52 (n-^fy :I«xf/u=3 : 1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, 1H), 7.28 (m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t, J = 7.5Hz,' 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H), 1.64-1.48 (m, 4H), 0.92 (t, J 
• 5 =7.5Hz,6H)o 

SMLg (7 8) ■ 

8- /) -2-^f-;V-3- (2-^PP-4-n^ 

^7i=A) -6, 7-^hKP-5H->^^ [,d] t'yy'p [l, 

'i 

io 5- a] try 5; • . • 




och 3 



T L C : R f 0.20 (n -^fy : ft^xf ;V= 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz,lH), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) C 

mmm 2(79) 

8- (N-^Vv^-N- Y$r*y^>V) T^y) -2-^f-/^- 
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3- Y^i>y^.=-;v)- -.6, 7-^tKn-5H-i/ 




T L C : R f 0.24 (^^^ : |fcgg:r.^vV= 2:1); 
5 NMR(300MHz, CDG1 3 ) : 6 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13 (d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J'= 4-8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.3 1 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) 0 

10 Hifeffi] 2 (80) 

8- (1, 2, 5, 6-ff7tKnf!J^) -2-^fvl/-3- (2- 

^^- 7l/ _4_^ Y$ri/y^~;V) -6, Kp~5H-^d^ 
[d] t°yy~o [1, 5-a] k-U^v 5 ^ 



114 
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'< •' My, > ' 




OCH^ 



T L C : R f 0.30 : St^^= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 

( dd, J = 2.7, ,8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 

1 1 

5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H), 2. 1 6 (s, 3H), 2. 11 (m, 2H) 0 

H»J2 (81) ' ■ ' 

8- (3-^yW5/) - 2-*=f-)V- 3 - (2-^3^-4, 5- 
10 ^f/V7x^) -6, 7-i?kKP-5H-^n^ [d] t 0 7^/ 
n [1, 5 -a] try v^-Iil 




T L C : R f 0.29 (^if-^ : I^;n^vU= 3:1) ; 



115 
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r 

NMR (300MHz, CDC1 3 ) : 6 7.29 (brd, J = 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, 1 H), 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = • 
7.5Hz, 6 H) 0 .,' 

i 

^»J2 (8 2) 

8- (1, 2, 3, 4-t f7 t Kn-f y3V y ^-2-^) -2-^^ 
71/- 3- (2-^^-4-^ Y^-i/y zl=-;V) -6, 7 — fc K n — 5 H 
-S^n^* [d] t°7y"D [1, 5- a] fc°!J$v^ 




T L C : R f 0.24 (^^i^ : @£g£:r^vk= 3:1) ; 
NM R (300MHz, CDC1 3 ): 5 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H) c 

mmm2 (8 3) 

8-731^7-^7-2-^^-3- (2-7^-4-7 Y^^yy^- 



116 



WO 02/053565 
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)V) -6, 7-.i>t ^n-'SH-r^P^Ial/^r/n [1, 5 -a] 




och ? 



TLC : R:f' 0.35 : ftg^=-?vk== 3 : 1) ; 

5 NMR(300MHz, CDCI3) : 5 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7. 17 (m, 4H), 
6.87 (d, J - 2.4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J = 7.8Hz, 
2H), 2.35 (s,'3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H) D 

mm\ 2 (84) 

10 8- (2-/f/V7i^) T5/-2-^^-3- (2-^5^-4 - 
^ K^7x-/V) -6, 7-i?tKn-5H-^D^ [d] 
p [1, 5 -a] k°y *i?y 




OCH 3 
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t 

i 

TLC : R f 0.37 (~.*V> : m$t^*=3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.76 (br, 1H), 7.32 - 7.17 (m, 5H), 6.87 (d, J * 2.4Hz, 
1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H), 2.36 (s, 6H),' 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1..96 - 1.85 (m, 2H) P 

mmm 2(85) 

8- {Z-t^jVy^^-jV) t^/-2-t«^V-3- (2-7^/^-4- 
r-drv^m^^) -6, 7-^tFo-5H-^P^ [d],^^ 
P [1, 5-a] t°!) 




T L C : R f 0.38 : |^^zc^y^= 3:1) ; 

NMR(300MHz, CDCI3) : 8 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7.19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J - 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H) ; 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) 0 

MMM 2 (86) 

8- TZJ -2-^^-3- (2-^^-4- 

r^v'^-A-) -6, 7-;;tFn-5H-^n^.[d] 
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p [i, 5 -a] try *i?y v 




och 3 



TIC : R f 0.33 (^-fy : gFifcufvl^ 3 : l) ; 
NMR (300MHz, CDCI3) : 5 7.93 (br, 1H), 7.23 - 7.11 (m, 5H), 6.87 (d, J = 2.7Hz, 
5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1.88 (m, 2H)„ 



mmm 2 (87) 

8- (N-7a=7^-N-^o tVUT^ y) -2-^^-3- (2 -7* 
10 h^i/7s=^) -6, 7-5?tKn-5H-^n^ [d] 

t°7^P [l, 5 -a] fc°y 




OCH 3 



T L C : R f 0.48 (^^^ : fflSt^?-jV= 3:1) ; 
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NMR(300MHz/CDCl 3 ) : 5 - 731 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - 

' • i i ■ * i i 

6.87 (m, 4H), 6*81 (dd, J = 8.4, 2.7Hz, 1H), .4.15 - 4.07 (m, !2H), 3.84 (s, 3H), 2.92 (t, 



J = 7.5Hz, 2H), 2.36 (s, 3H),,2.31 (t, J = 7.5Hz, 2H),.2.22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1 . 82 - 1 .68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C • 

5 : ' • , 



8- (N T ^<^v J /W-N-7 0 n £>7 5 /) -2-^fvU-3- (2-^ 

Kap-i/7i^>v) -6, 7-i/t Ko-5H-^ n^y^ [d] 

i 

t°7yn [1, 5- a] t'H'v'y 



T L C : R f 0.63 : S^xf/l/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
15 1.98 (m, 2H), 1.67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) C 

mmm 2(89) 

8- (n, N-^ry^T^/) -2-^^-3- (2-^^-4-y 





10 



0CH3 
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\>*ri/7x.-;v) -6, Fn-5H-^n^ [d] tfy^n' 

[i, 5-a] t°y $i?^-£gm 



5 NMR(300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Rz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J = 18Hz, 



2H), 2.28 (s, 3H), 2.23 (m, 2H), 2. 1 8 (s, 3H) C 

io umi 2 op) 

8- ^ /) -2-/^/^-3- (2-*3 L ;\'-4-i/*?- 

)VT%jy^=-)V) -6, 7-5?kKo-5H-^o^ [d] t°^y 

d [i, 5-a] try ^ v>> 




OCH 3 



T L C : R f 0.46 (^^rf-^ : f^a^f-;v= 2:1) 



2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7,2Hz, 
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i, . 

i 

. TLC :R f '0.,17 (^i^/: 'timdfA** 3:1),; 
NMR(300MHz,CDCl 3 ): 5 7.11 (d, J = 8.1Hz, 1 H), ,6.70 (d,' J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1„2,7Hz, 1 H), 6.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t,jJ = 7.5Hz', 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s; 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m, 2 H),.1.80 - 1.56 (m, 4 H), 1.01 (brs, 6 H)« ' ' . 

Hflfcfll 2 (91) 

8- (1 -^-'/K/ti fcVKT^/) -2-^^-3- (2-^^-4 
h^i/^i'p/U,) -6, 7-^tKp-5H-^P^ [d] fc°7 

io y~n [i, 5 -a]. -try ^ z?> -mmm. ■ "■ • 




OCH 3 



T L C : R f 0.45 (^^M^ : f^|gai^v= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) 0 

mmm 2 02) 
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8- (N- (2-yaL=.;U^/U) -N-yn fc'/KTS: J) -2-}f-/V-' 
3- (2-^^jU-4-^ Y*i/yx.~;v) -6, 7-^tKn-5H-^ 
fu^y? [d] [l, 5- a] \?V $i?y • 



NMR (300MHz, CDC1 3 ) : 6 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
J = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81-1 .68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) e 

10 

Hffifli] 2 (93) 

8- (N- (3-7a.=/U7 , DbfyU) -N-7*n fcVUT 5; / ) -2-^^71' 
-3- (2-^^-4-^ h^rv^73i^/V) -6, 7-i?fcKn~5H- 
i/?n^y? [d] t°7^n [1, 5 -a] t°U v^y 




OCH 3 



5 T L C : R f 0.35 : ft|fc:r^yu= 3:1) 
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I 
t 




och 3 



1 

I 

T L C :R i 0.40 : ffl&zL^/\,= 3:1) ; 

NMR (300MHz, .CD,C1 3 ) : 5 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 3l83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 -! 1.83 (m, 2H), 1.61 - 1.49' (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

HMI2' ( 9 4>\ ; 

8- (N-' (4-7cc^/k^^) -N-7°nfcVl/T5:/) — 
10 3 - (2-*f-/ls-4-^ y$ri/7 3L=.;V) - 6, Kn-5H-i/ 
c?n^^ [d] t°^yn [l, 5- a] 




OCH3 



T L C : R f 0.48 (^-fy : g^^^vV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 
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J = 8.1, 2,7Hz, 1H), 3.83 (s, 3H)', 3.63 (t, J = 6.6Hz„2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 
J = 7.5Hz, 2H),'2.S8 (t„J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2. 15 .- 2.05 (m, 2H), 1 .66 - 1 .49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) 0 ' I 



5 mmmz (95) 



8- (1-7 zd=^;v- 2 - -f^-jV) 7 5 7 - 2 - ^ 3 - (2-^^ 



-4-/. r-^V^-zW) -6, 7-i?kK0-5H-^p^ [d] 



10 T L C : R f 0.41 (^^f-fy : ;l/= 2:1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82-2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) 0 

15 

mm\2 (9 6) 

8- (1-71^-3-^^) T%J- 2 -^fvU- 3 - (2-^ 
yl/- 4-^ b^riy^^-^) -6, 7-v ; fc Ko-5H-^o^ [d] 



fc°7j/n [l, 5- a 



] try ^ • 




och 3 
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t°7/n [l, 5 -a] - mm. 




TLC : R f 0.43 : ffl&^jv=2 : 1) ; 

NMR(300MHz, DMSO-d 6 ) : S 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, 1H), 6.85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (mi 2H), 0.93 (t, J = 
7.5Hz, 3H) 0 

MMM 2(97) 
10 8- (N- -N-yntVUT^y) 

3- (2-^f/^-4-^ h^7x=^) -6, KP-5H-V- 
[d] [l, 5-a] t'y v^y-M 
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TLC : R f 0.43 (-^-f^ : fifflfccfvl^ 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.27 (d, J =8.1 Hz, 2H), 7.13 - 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84 (dd, J = 2.4, 8.7 Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
5 2.43 (s, 3H), 2.3 1 (s, 3H), 2.22 (s, 3H), 1 .77 - 1 .97 (m, 6H), 0.98 (t, J = 7.5Hz, 3H) 0 

H»] 2 (98) 

8- (N- (4-^^7^=/U) ^f;V-N-^B^7 5/) - 2 

(2-^^-4-^ -6, 7-^tKP,-5 

10 H-v^n^>^ [d] U?/D [1, 5 -a] • jftifitt 




OCH 3 
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i 

I, 

T L C : R f o'.45 f^cx'fyi^ 3:1),; 

NMR(3G0MHz,- CDC1 3 ) : 6 7.11 - 7.21 (m,'5H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, 
J = 2.7, 8.7Hz, ,1H),'5,13'(S,. 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J - 
8.1Hz, 2H), 3.01 (t, J= 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s,'3H), 2.22 (m, 2H), 2.19 (s s 
5 3H), 1.77'(m, 2H) i .0.94 (t, J = 7.5Hz, 3H) 0 '•■ ' '' . 

I 

HM12, (9.9) 

8- ( N — "( 3 — p< ^f-A/y cc ~/U) -N-^Pto^) -2-^fvU- 
3- (2-^V.- i; 4-^^7*^) -6, 7-i?kKo-5.H-i/ 
10 ^nxy^ h 0 7yn [i, 5 - a'] ' tf'i) '5 • . 




T L C : R f 0.41 : g^^^k= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J= 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
15 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1.77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) C 

MMM 2 (100) 

8- (N- Y^r\/y =c^;v) } f/Iz-N-^n fcVl^T 5 J ) -2- 

(2-^f;V-4-^ F^7i^) -6, 7-S?fcKn- 
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i 

i 

i, . 
t 

SH-i/?uAl/?, [d] V7'/n [1,,5-a] tf» 5 -.ilfflfc!* 




i ' 1 

T L C : R f 0;26 (^-fls : |^^^U= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J » 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10 (s, 
2H), 3.84 (s, 3H), 3,82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) 0 

io mmm 2 (101) 

8- (N- (4-^0P7i^) ^f/V-N-T'D t°;l^T 5; /) -2—* 
?vw-3- (2-^f;v-4-^f^7i^) -6, 7-i?kKo-5 
H-v^n^^ [d] [1, 5- a] fcT U S • 
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OCH 3 

TLC : R f 0.26 {^-fV : 3 : 1 ) ; 

NM R (300MHz, CDC1 3 ) : 5 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 

r 

(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2. ] 9 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) C 

mnm 2 (102) 

8- (N- (2- tJ-;V7 -N-^p tV^T^ /) -2-^^- 

10 3- (2-^/1^-4-^^/7^) -6, 7-^tKn-5H-i/ 

?v^<>? [d] t°^yo [i, 5- a ] t°v ^ity-mm 
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i, 

i 

' ■ 1 ' ■ 1 . 

TLC : R f 0.46 X^-fiy ■: 3, : ; 

NMR(3*00MHz, CDCty : 8 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6.90 (d, J 
= 2.4Hz, lH),'6.84,(dd, J = 2.4, 8.4Hz, 1H), 4,53 (m, 1H), 4.37 (m, 1H), 3|84 (s, 3H), 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0.97 (t, J =, 
5 7.5Hz, 3H)„ . ■' " ' ' 

I 

. ' I 
I 

mi&w 2' (10 3), 

8- ( (3 3) ~3-t \**s*=)-)V- l, 2, 3, 4-rh7t Kn-fy 

i 

*;V^-2—jj]>) -2-^^-3- (2-^^-4-^ f^rv-^a: 
10 -6, 7'T-i>tKP-5H-^o^ [d] t°7 N /P [1, 5- 

a] t°y mmm. ■ ■ 




och 3 

T L C : R f 0.56 (^-fy : gfcgfejc^yi^ 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s,3H) 0 
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■ mmm2 a o 4) 

8- -2-/^^-3- ( 2 f-jVT 5 4 

-^f/H:'yi?y-5-^^)-6, 7-v>t KP-5H-^n^[d] 
t'7y'n [1, 5-a] fc°y ^v 5 ^- 2j&lfe£ 

1 t 




T L C : R f 0.42 n P zjvWA : ^ y — /V= 2 0:1); ' 
NMR(300MHz, CDC1 3 ) : 8 8.01 (s, 1H), 7.32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H), 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

10 

mmm 2 (105) 

8- ( (2S) -1-^ b=3rv—3-7^=/l'-2-7 c PtV^) T^/-2 
— ^fjV- 3 - (2-7<^-4-y hdr->7^-/I^) -6, 7-i/tKn 

-5H-^ P ^ [d] t°7^p [1, 5-a] -m.m& 



132 



WO 02/053565 



PCT/JP01/U581 




• HCl 



OCH 3 



T L C : R f 0.26 (^-fy : @^n^;u= 2:1); 1 • 
N MR (300MHz, CDC1 3 ): 6 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
1 7.11 (m, 1H), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, • 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t 3 3 = 7.2Hz , 2H>; 3.08 (m, 1H), 2.81 
(m, 1H), 2.31 (s, 3H), 2.20 and 2.17 (s, 3H), 2.15 (m, 2H) 0 

1 

Hifefly 2 (106) 



8- (N- (4-/3-^X7 ^~/V) ^/l^-N-T'aWU) -2 
10 -t^f-JV-Z - (2-^^-4-7^ h#:/7x^) - 6, 7-v>t Kd 
-5H-^d^ [d] t e 7/P [1, 5- a] tfJJ S^>-iSBfc!fi 




WO 02/053565 PCT/JPO 1/11581 

• i. . 




och 3 



1 1 

T L C : R f 0.50 (X^-py : ftiif;k'= 2:1); 
NM R (300MHz, CDCI3) : 8 7.25 (d, J = 8.4Hz, 2H), 1\ 1 8 (d, J - 8.4Hz, 2H), ,7. 1 3 
(d, J = 8.1Hz, 1H), 6.90 (d,,J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
5 2H), 3.84 (s, 3H), ,3.70 .(m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1,75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) D 

t 

^J!fe^!l 2 (10 7) 

8- (4-7x^fcV7v?y-i-^ ;l ,) -2-^^-3- (2-^' 
10 JV-A-J- h^riyy -6, 7-i^t Kn~5H-^n^ [d] 

tyy'n [1, 5 -a] W *i>^ ■ 2m.WtM. 
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9CH3 



TLC : R,f 0.30 {^-fy • %$&^;v= 2 : l) ; 
NMR(300MHz, DMSO-d 6 ) : 8 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
- 8.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), '1.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) D 

j»] 2 (10 8) 

8- (4- (2-^PP7i^) t°^7^^-l-^y^) — 2-^^-j>v- 
10 3- (2-^;l/-4-n^>7i^) -6, 7-^tKn-5H-V 
fti^f [d] t°^yn [1, 5- a] 
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T L C : R f 0.38 (^^f,y ,: f$&x.?-jv= 2:1); 
, NMR(300MHz, CDC1 3 ) : 8 7.41 (dd, J = 1.5, 7.8Hz, 1H), 7.28 (m, 1H), 7.16 (d, j 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, IH), 6.79 
5 (dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) C 

2 (10 9) 

8- (N, N-v^^/WTS: 7) -2-^^-3- (2-^^-4-p< 
10 Y^r-yy 3L~)V) -6, 7 - i?t Ko- 5 H- n^^* [d] t°^y'n 
[1, 5- a] t°y ^v 5 ^ 




OCH 3 
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T L C : R f 0.57 i^-fy ;!fflfcaQ?7l'= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 7.8Hz, 1H), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s; 3H), 1.71 (m ; 4H), 1.38 (m, 4H), 0.97 (t, J = 
'5 6.9Hz, 6H) 0 

mmM2 dip) 1 

8- (N-pi f-^-N-zff-'/^T^ J) - 2 3 - (2-;*^- 

4-t< h^rv-^oi^/i/) -6, Ko-5H-^D.^y^ [d] t° 

10 ?V*X2 [1, 5- a] t°yS^^-^4l 



TLC.-Rl 0.36 (^-fy : g^g^ii^vl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J - 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (m, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1 .40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) 0 

mmm 2 (111) 



8 — (N — (4-^^7ai^) ^^/U-N-^^T^y) 
20 ;W-3- (2-^f;V-4-^^7i^) -6, 7-v ; tKn-5H 




OCH 3 
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• i. 

-i/jrv^S*' [d] t^yn'Cl, ,'5 -a] * . 




OCH 3 



TLC :Rf 0.53 (^=¥f-^ : Sfflfeai^/U^ 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1HZi 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 ft. J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J =r 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H) 0 

Hi 2 (112) 

10 8- (N— (4-^^y^^;U) ^^VV-N- (2-;* h^rv-^^) T 

-2-^^-3- (2-^f-^-4-7< h^rv^^/I^) -6, 7 

Kn-5H-^n^ [d] t^yp [1, 5- a] ^ • 
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j' 




och 3 



TLC : Rf 0.23 (^f-^ : ftK=c^u= 2 : l) ; 
, NMR (300MHz, CDCI3) : 6 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2.19 (s, 3H) C 

( 

t 1 

mmm 2 (113) 

8- (N-->^ n^n fcVl'-N- (4- fvu^n/u) ^f^7$/) - 
2-.?<^7V-3- (2-^^-4-^ h^riX7ai^;V) -6, 
10 P-5H-^n^ [d] t°yy*P [l, 5-a] t° U 5; v>V • &R£ft 
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• ,. • i OCH 3 

T L C : R f 035 ' (^rl^ : &&3L^Af= 2:1); 
NMR(30pMHz,'CDCl 3 ) : 6 7.25'- 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 .- 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s, 3H), 2.31 (s, 
5 3H), 2.30 - 2.10 (m, 3H),2. 1 9 (s, 3H), 1 . 1 0 - 0.80 (m, 4H) C 

^ 

' 1 I 

mmw2 en 4) 

8- (N-^n7n W^/U-N- (4-^f^7i-;V) t< 
/) -2-^^-3- (2-^f;l'-4-^^7i^) -6, 7- 
10 v'tKn-SH-^n^y^ [dl [l, 5- a] t o y^v^- 
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',V< 




OCH 3 



TLC : R f 0.37 (^*-fy : St^f-^-2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.00 (m, 5H); 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3HX 2.22 (s, 2H), 2.1 1 (s, 3H), 1 .38 - 1 .05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35- 0.10 (m,2H)o , 



10 



IMflj2 (115) 

8- (N, N-ityut'/UT $ /) -2-^^/1^-3- (2-^^-4- 
> h^i/7i^) -6, 7-i>tKP-5H-^n^y^ [d] t^/ 
P [1, 5- a] 5 




OCH 3 
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TLC : R f 0.59 K^r^^ : ^zc^= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.17 (d,-J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J , 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 ,(m, 4H), 0.89 (t, J = . 
5 7.'5Hz, 6H) 0 

gjfeM 2 (116) 

8- (N- (4->f;P7i^l/),^f^-N- {2-zff-=-;V) r$y) ■ 
-2-^^-3- (2-^^-7^-4-^ h^i/7cc^;l/) -6, 7-v>fc: 
10 Ko-5H-^D^y^ [d] k^/o [1, 5 -a"] Vy -m 




0CH3 



T L C : R f 0.47 (^MH/ : g^cn^/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, 3 = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J = 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J= 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz, 3H) B 
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mmm 2 (117) 

8- (N-7°P fcVW-N- 75;) -2-^^-3- (2 ' 

-ff-jV-A-t Y*i/7aL=±;V) -6, 7-v>fc Kn-5H-^n^y 
5 * [ d ] t^y^p [1, 5 - a ] Vy 5 i?y 



T L C : R f 0.55 (-^^rf-^ : BUfc^fvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) 0 

iii 2 (lis) 



8- (5-y^/^T^y) -2-7<^-3- (2 5vl^-4 - * Y*^ 
15 :7^~/^) -6, 7-v?tKn-5H-^n^ [d] k°7/D [1, 
5 -a] t°y - j&SNiL 




OCH 3 
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\ 

• i 




T L C : R f 0,58 , {^%-f> : ^m^J^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (brd„ J = , 10.5Hz, ,1H), 7.12 (d, J - 8.7Hz, 1H), 
6.88 (d, J 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8/THz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H) ; 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30- 1.53 (m, 8H), 0.94 (m, 6H) 0 

HMJ2 Cl 1 9) 

10 2-7<^-3- (2-^^^-4 -6, 7-v^K 

p-5h-^p^ [d] k°7/p [i, 5 - a ] t°y - mm. 




OCH 3 
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i 

< 

TLC : R f 0.38 '■: 2, : 1),' ; 

NMR(300I$Hz, CD3OD) : 6 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 
J = 8.6, 2.4Hz, 1H), 5.20 (d, J = 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 
(m, 1H), 3.81 (s, 3H), 3.17 (ty J = 7.2Hz, 2H), 2.98 ! (t, J = 7.8Hz, 2H), 2.29 (s, 3H), . 
5 2.22 (s, 3'H), 1 .98 (s, 3H), 2.40 - 1.60 (m, 1 OH) 0 ' ' 

i 

J 

I 

(12 0). 

8- (N-v^ t?7?n fyl/-N- (4 - ^f;W7i^) 

1 

7^y) -.2-^^-3- (2->.^- 4-^ ^'>7i^) -6, 
10 7-v>tFP^5H-^P^f[d]'fc'r/o [1, 5-a]trp5'^ 




0CH3 



T L C : R f 0.85 (-^f-V : 8*8^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H) C 
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' mmm 2 (121) 

8- (N- (4-7;^P7i^) ^A—N-^p tVl^T 5; /) -2 
* S ?!\'-Z- (2 -t *f-)V-A-t Y$rW -6, 
5H-^p^ [d] f^yP'Cl, 5 -a] b^^v^^ 

' 1 

( 

• 'F 




OCH 3 



TLC:Rf 0.87 3rf-> : «^/U= 1 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J = 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 



(12 2) 



15 



8- (N-v-^ D^yl/-N- {A-^J-jvy ol^-jv) t^jVT^J) -2 
-tf-jV- 3 - (2-^^-4-^ h^r-^^^^/H -6, 7-v>tKn 
-5H-^D^ [d] t°7^n [l, 5-a] t°y^v^ 
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• i 



> 1 ' 




och 3 



T L C : R f 0148 '(^drif^ : gH&xfvl^, 2 : 1 ) ; 

NMR(3O0MHz, CDei 3 ) : 8 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 

(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz ; 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 

l . I 1 

5 (m, 2H), 4.08Km, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s : 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1,96 (m, 2H), 1.80 - 1.60 (m, 
2H) C 

mmm2 (123) 

10 8- (N-^9vl/-N- ^=-;V) *=f-)VT^J) -2-**? 

)V- 3 - (2-^^-4-7< h^v-^^^u) -6, 7-v?tKn-5H 
[d] t°7^/p [1, 5 -a] eil^v 5 ^ 
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OCH 3 

T LC : R f 0.69 : 1:1); 

NMR (300MHz 5 CDC1 3 ) : 5 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 

i 

i 

= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (bit, J - 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, "' 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1 . 1 8 (t, J = 6.9Hz, 3H) C 

mmm 2 (124) 

8- (N-7°ntV^-N- (4- hV 7fr7k a ^^-/u y /^jUT^ 
10 /) - 2-s*T/\/-3- {l-t^jV-A b*i/7^^;U) -6, 7- 
ytKn-5H-^P^ [d] [1, 5-a] 
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OCH 3 

1 

TLC : R f 0.79 (^rf^: gfflfcicTvl^ 1 : 1) ; 
. NMR (300MHz, CDC1 3 ) : 6 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), , 
7.18 (d, J= 8.7Hz, 1H), 6.87 (d, J = 2.4Hz 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s,. 
5 2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), ,0.88 (t, J = 7.5Hz, 
3H) D 

1 

mm\ 2 (125) 

10 8- (N-:/u tVU-N- (7f7tKo77>-2-^;U) *^-)VT^J) 
-2-^^-3- (2 -^^-/V-4-7< Y.^yy -6, 7-5?t 

Ko-5H-^o^ [d] t'y^P [1, 5 -a] t°V 
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I, 




OCH 3 



TLC : R f 6.3.1 \^*f-> : MB^^= 2 : 1) ; 
NM R (300MHz, CDCI3) ,: 8 7.16 (d, J = S.lHzj 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m; 2H), 1.74 - 2,00 (m, 3H), 1.42- 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, 3H) 0 

2 (126) 

8- (N-y^;u-N- (2 h^v^fvU) 7^/) -2-^^-3 
10 - (2-^5vl^-4-^ Y$r-y7^~;v) -6, 7 - v>fc Kn - 5 H- i/# 
[d] t°7*Ju [l, 5 -a] bfy^v^ 




OCH 3 



T L C : R f 0.30 (^rif^ : fM^^7U= 2:1) ; 
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NM R (300MHz,' GDC1 3 ) : & 7, 16 (d, J = 8.4Hz, \Jf), 6.36 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7,'&4Hz, 1H),3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz,.2H), 3.28 (s, 3H); 2.98 (t, J = 7.8Hz, 2H), 2:91 (t, J = 7.8Hz/2H), 2.32 (s, 
3H), 2. 1 8 (s, 3H), 2. 13 (m, 2H), ,1 .55 (m, 2H), 1 .33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) 0 

H»J2 (1 2 7) 

8- (N'-^ntVU-N-^^nyntVl^T^y) -2-^5^-3- (2 
-tf-si'-A-* \^yy s.=^;v) -6, 7-^k.Ko-5H-^D^y 
* [d] fy/'P [1, 5 -a] t 0 !)$v^ • 




10 OCH 3 



T L C : R f 0.45 (^l^ : ft^^/^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
15 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) 0 



H»] 2 (12 8) 

8- (N— u-ff-jV^J-jV—W- 
-*?Vl'-3- (2-^^-4-^ 
20 -5H-^o^ [d] t°yy'p 



(2-^ f^v^^U-) T^y) -2 
h*'>7x^) -6, 7-i/t Ko 
[1, 5- a] ¥ V 
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OCH 3 



TLC : R f 0.57 (^3MM" : 0Wft=t^J^= 1:1) ; 
NM R (300MHz, CDCI3) : 5 7.17 (d, J=8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 ' 3.49 (t, J - 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J - 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06.- 1158 (m, 
6H) 0 . .. , . 

MMM 2 (12 9) 

10 8- (3-^ 1, 2, 5, 6 -r h 7 t Kn k° y vvV) 

- 2 - * ^yV— 3 - (2-^^/1^-4-^ Y*ti/7zc -6, 
Kn-5H-^n^ [d] t°7y*u [1, 5-a] t^^v 5 ^-^ 
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HC1 



OCH 3 



T L C : R f 0.27 : ^^/u= 2 : l) ; , . 

NMR(300MHz, CDC1 3 ) : 6 . 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
, 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 , 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 . 
(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2. 17 (s, 3H), 1 .34 (t, J= 6.9 HZ, 3H) 0 



10 



mtm 2 (i3o) 

8- (N-^pyaWf/P-N- {4-*J-jVy^~jV) t^fVT 
J) -2-^^-3- (2-^f^-4-^ b^>7x-/l') -5, 7- 
^tKn-7D [3, 4-d] [l, 5- a] W %W > W^t 
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i 

1CH3 



N • HCl 




OCH3 



TLC : R'f q : 6S C^^f-^ : 1 : l) ; 

NMR(30pMHz;CDC] 3 ) : 6 7.21« (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 <m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s,3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) 0 

1 

1 

mmm 2 (131) 

8- (3 - (3-^^-1, 2, 4-^-^i^v ; Ty^^- 5 — 1 ]V) - 1, 
10 2, 5, 6-Th7t Kntlv/;H -2-^^1—3- (2-^^-4 
Y^y^—M -6, 7-^tKn-5H-^o^ [d] 
y'n [l, 5- a] t°y 5 v?>- 
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OCH 3 

T L C : R f 0.18 (^i^V : f^gtzc^-jU= 2 : l) ; 1 ■ 
NMR(300MHz, CDC1 3 ) : 5' 129 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H), 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), • 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), ?.32 (s, ., 
3H), 2.17 (s, 3H), 2.14 (m, 2H) 0 

1 

gMM 2 (132) 

8- (4— -f=f-^T%/) -2-^^-3- (2-^PC7-4-7< h 
10 -6, 7 -v>t Kd- 5H-v^ u^^^ [d] k^^D [l, 

5 -a] k°y 




OCH3 
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TLCiRf '0.48 (^l^ 1 : '^m^/U= 2. : 1 ) ; 

< | i 'ii > 

NMR(3-00E$Hz: CDC1 3 ) : 8 7.37 (d,.J = 8.7Hz, IH), 7.'07 (d, J = 2.4Hz, IH), 6.97 
(dd, J = 2.4, 8.7Hz, lHjj 4.13 (m, IH), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J = 
7.5Hz, 2H), 2.34 (s, 3H),'2.29 (m, 2H), 1.60 - 1.84 (m,'4 H), 1.34 - 1.60 (m, 4H), 
1.00 (t, J - 7.2Hz,,3H), 0.99 (t, J = 7.5Hz, 3H) C .' 



2 (13 3) 

8- (N-^n'ynfcVM^-N- (2-7^}) ;U) T^J) -2-^ 
(2-*^7U-4-.^ h^v' 7 ^-/^) -6, 7-^t'Kn-5 
10 H-i^P-<:/^ ,[d]. t c yy*P' [1,' 5 - a.] t°y 



i 




OCH 3 



T L C : R f 0.73 (^-^ : g»^;V= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.78 
(dd, J = 8.1, 2.7Hz, IH), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20-1.16 (m, IH), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) 0 

(13 4) 

20 8- (N— (2-^h^v^^yH -N- (2-^y^) 7>7) -2- 
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t 

' • . I, 

i 

1 1 

i j p 'it < 

5H-^^y^ "[d] t°7 x /n [1, "5- a] t°V 




T L C : R f 0,13 • O^if^ : IM^^vV= 3:1); 
5 NMR(300MHz,'CDCl 3 ) : b 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

t 1 

(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6!oHz„,2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2,17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H)„ 

10 jij 2 (13 5) 

v-7^^/1/) -6, 7-^kKn-5H-^D^ [d] t^y'n [1, 
5 -a] t°y 




OCH 3 



15 TLC : Rf 0.80 <,^*^y : %^^ ; v= l : 1) ; 
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r 

' NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J - 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 , 
(dd, J = 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 • 
(m, 2H); 1.83 (t, J = 2.1Hz, 3H) 0 . .. 

mm\2 (13 6) 

8- (4- (4-^PP7i^) -1, 2, 5, 6-X h7 1 KPt'i; 
/U) -2-^^-3- (2—^^/1/- 4-^ -6, 7 - 

^tFP-5H-^n^ [d] t°7^P [1, 5-a] t°]J^v>^ 



CI 




OCH 3 



T L C : R f 0.10 : ^m^/U= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7. 1 6 (d, J = 8. 1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s ; 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) 0 



M#iJ 2 (13 7) 
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8- (N-V^d^dW^-N- (4-^Wx5/l/) *5-}V7%' 



i?fcKn-5H-^n^ [d] ty^o [1, 5- a] t'P v^y-' 



T L C : R f 0.53 : RK^^= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, -2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m, 2H), 0.18 (m, 2H) 0 

mmm 2 (138) 



8- (N-7°n t:V^-N- ( 4 - h V y^irv * fiV^-yy zc~/U) ^=f- 
15 ^T^J) -2-^^-3- (2-^^/V- 4 ^i/7i^) -6, 
7-^kKn-5H-^o^ [d] k*7^P [1, 5- a] t°J) 



y ) - 2-^=J-)V- 3 - (2-^^/>-4-^ h^r^7ai^/V') -6', 7- 




OCH 3 
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TLC : R f 0.55, (^-t^ : 0m^^=3 : l) ; 
NMR(300MHz,'CDCl 3 ) : 5 7.32. (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 

5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 

# ' '' 

2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H) C 

H»!l2 (139) 

10 8- (N- {2-7*J-V/v) -N-^DyntVMf/l/T?/) -2-^ 
(2-^oo-4-^^>7i^) -6, 7-v>tKt3-5 
H-^^o^^^ [d] fc^/p [1, 5 -a] t s !) 




OCH 3 
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• I, 

i 

i ' ' 

TLC : R f 6.40 : @1^ifyV= 3, : l),'; 

NMR(3bor$Hz ; CDC^ : 8 7.29 (d, J = 8.7Hz, 1H),'7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7;' 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, U = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2:37 (s, 3H), 2.13 (quint, J = , 
5 7.5Hz, 2H), 181 <t 5 J = 2.1Hz, 3H), .1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H) 0 < 

) 

1 ' 

1 

.1 1 1 ' 

gj|M2 (14 0) , 

8- (N-^PtVl^-N- (3-^f^7i^).^W$/) -2-/ 
10 ^vw- 3- (2-7«^-4-^ Y^yy-s-p-M -6, 7-^tKn-5 
H-v^ [d] t'^n [1, 5 -a] t?U$^-4SSyfi ' 




OCH3 

T L C : R f 0.52 : ffl&3L*5~;V= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 
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mmm2 (hd 



(2-^^-4-n^>7i-;V) -6, 7-v?tFn-5 
H-v^n^* [d] M'yVn .[ l , 5 - a ] tfJJ ^ .v 5 ^ ■ 



T L C : R f 0.52 (^f-^ : Bffl6^^=2 : 1) ; , 
N MR (300MHz, CDC1 3 ) : 5 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78- (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2. 19 (s, 3H), 1 .79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) C 

mmm2 (142) 

8- -2-/ J-JV- 3 - (2-^nn-4-^h^f 

^7x^;k) -6, 7-i?kKo-5H-^B^ [d] f^/n [l, 

15 5- a] t°y ^v?y . mmm. 




5 



OCH3 
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i, i . 

.1 

OC 2 H 5 

TLC : Rf 0.49 K^-fy : SKif/W= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 7.8Hz, 2H)| 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6/9Hz, 3H), 
1.06 (t, J= 7.5Hz, 3H), 1 .05 (t, J - 7.2Hz, 3H) D 
* '. 

mMM2 (14 3) ■ 

8- (3-^^/UT^) -2-/^/^-3- (2-^pb-4-i^ 
10 1/Z7ol—M -5, Kd-7p [3, 4-d] t°7 N /n [l, 5- 




OC 2 H 5 



TLC : R f 0.40 (-^rf-y : g^^/U= 2 : l) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.52(brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H)„ 
7.07. (d, J = 2.4Hz, 1H), 6.95 (dd, J = 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H), 5.28 (brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - ' 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 



2 (14 4) 

8- (N-7<5S^-N-^i/7l'T$ J) -2-/ fvV- 3 - (2-^^V 
-4-^ h^-yy^^i/) -6, 7-i?tKn-5H-^n^[<i] 
t°7 P [ 1 , 5 - a ] t°y jftHjft 



HCl 




10 



OCH 3 



15 



T L C : R f 0.09 : %ftfcx.?-jV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J - 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
1.80 (m, 2H), 1.44 - 1.25 (m, 6H), 0.90 (brt, J = 6.6Hz, 3H) 0 



mmm 2 (145) 

8- (N-y ^VU-N- {Z-^<y^-;V) T^J) -2-^^-/1^-3- (2 
— 4 Y^ris -y ol=^)V) -6, 7-i?kKn-5H-^a^y 

20 * [d] fyy'p [l, 5- a] bf y 5 • afflfe* 
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OCH 3 

TLC : R f 0.47 {^^V : ffl&zz?-;i,= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d,'J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 1 6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = • 
7.2Hz, 6H) D 

mm\2 d4 6) 

8- (N-^^vU-N- (4— 'V/fvl') 7?y) -2-^^-3- (2 
10 -^^yU— 4— * h$->7x.~M - 6, 7-^hKn-5H-^a^y 
* [d] [1, 5- a] ejJ5^-*ftifeift 




OCH3 

TLC : R f 0.51 (^dpf-V : ffl&x. s f-jv= 2:1) ; 
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NMR (300MHz, ,CDC1 3 ) : 6 f 7.11 (d, J = 8.4Hz, 1H)„6.8? (d, J - 3.0Hz, 1H), 6.82 

• i ■ -it i 

(dd, J = 3.0, 8 v 4Hz, lH),' 4.80 (m, 1H), 3.83 (s; 3H), 3.47 '(t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t„,j,= 7.5Hz, 2H),,2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - l.94 (m, 
4H), 1.28- 1.58 (m,4H), 0.97 (t, J - 7.2Hz, 6H) 0 



2 (1 4 .7). 



8- (N,-^n/DhVl/-N- {A- ^^'jvy a^=.)V) ^W^;) - 
2-^^-3-'(2-^db-4-^F^v'7j^) -5, 7-£?fcK 

i 

p-^p [3, ',4-d] t°7y*'P [i, 5-a], t-y^v^^-m^ 

CH 3 




10 



OCH a 



T L C : R f 0.54 (^f-^ : gM^^= 1:1); 
NMR(300MHz 3 CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 
(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00 (m, 4H) 0 

HflaflU 2 (14 8) 
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t 

!, • 

i 1 

8- (N-t/^cr/p ^VU-N— {A- y-fjuy ^f;l/7 5 

1 ' ' 1 ' 

■ 1 . , . , ' • 1 ' ( 

J) -2->^-3- (2-^no-4-^ Kdri/7^-/W -5, 7- 
v>t Ko-9D ,[3, '4-d] t'yy'a [l., 5-a] fc°!J $ v^i • ^ifefi' 




och 3 



1,11 

5 T L C : R f 0.58 • (^U^ : IM^^^= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H) D 

10 

Hi 2 (149) 

8- (N-i/^o^/U-N-yptr^T^y) -2-^^-3- (2- 
^f^-4-^^7i^!/) -6, 7-^tKn-5H-^ti^ 
[d] fc°7^P Cl, 5-a] try's^- 
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Or, 



OCH 3 



T L C : R f 0.45 : ^m^J-;V= 3:1) ; 

NMR (300MHz. CDC1 3 ) : 5 7.17 ( ; d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
5 2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
' 1.78- 1.58 (m,2H), 1.39 (sext, J = 7.8Hz,2H), 0.84 (t, J = 7.8Hz, 3H) 0 



10 (2-^f^-4-^ f^r;/7x^) -6, 



T L C : R f 0.63 (BBfcc^vu : »K : *= 3 : 1 : 1 ) ; 
NMR (300MHz, DMSO-d 6 ) : 6 7.11 (d, J - 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 

168 



mmm 2 c 1 5 0 ) 



8- (N-^y/f^-N- (2-^f^7^7if7^ T^y) -2- 




OCH3 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (brt, J = 7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz, 6H)o 

'5 MMM 2 (15 1) 

8- {N-Zfu tVW-N- (4-7;^P7x^) ^W^y) -2- 
7<^VV-3- (2-^pp-4-^ h^7!^) -5, Ko- 
7P [3, 4-d] f^o'tl, 5-a] t°y *W 



10 T L C : R f 0.34 : fft&t=.?-ju= 3:1) ; 

N MR (300MHz, CDC1 3 ) : 8 7.31 (d : J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) 0 

15 

W&m 2 (15 2) 

8- (N-7°Dfc%-N- (4-7/^P7x^) / *f~}VT % J ) -2 — 
^^;V-3- (2-^un-4-^Wi=/>) -6, 

169 



F 
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5R-y#xi^f [d] t°7;/b [i, 5- a 3. t°y ^ ^ 




0CH3 

1 * 1 

TLC : R f • 0.36 (^dff-^ : 3 ': l) ; , 
NMR(300MHz, CDC1 3 ) : S 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 .(d, J 
5 = 2.7Hz, 1H),'7.02''- 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (brt, J = 7:5Hz, 2H), 2.90 (t, J =.7.5Hz , 2H),'2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) 0 

MMM 2(153) 
10 8- (N-^D^nt°;Mf/l/-N- (4-^f/W7i=/k) 

T^y) -2-^^-3- (2-^nn-4-^F^>7x^) -5, 
7-^tFn-7D [3, 4-d] t°7)/n [1, 5-a] bry §i» . £ 
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SCH 3 




OCH 3 



T L C : R f 0.67 (^^fy : Stif ;l/= 1:1) ; 
NMR(300MRz, CDC1 3 ) : 8 7.35 (d, J - 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, 3 = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
16.5Hz, 1H), 5.37 (d, J= 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) C 



mmm 2 (154) 

10 8- (N, N-i^n tV^T^y) - 2 -^fvU- 3- (2-^pp-4- 
^ f^^7x^l/) -5, 7-i?tKo-7P [3, 4-d] \?7V*v [1, 
5 - a] ^ v 5 ^ • ***** 



HCI 




OCH 3 
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I. 

TLC : R.f 0.69 ( — ^i^^,': m^f-^- I- : ,1 ) , ; 
NMR(300MH?,' CDC1 3 ) : 6 7.33 (d, J = 8.7Hz, 1H),.7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, ,8,7Hz, IH);".5.48 (td, J = 1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H), 
5.21 (t, J = 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (5, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J=7.2Hz;6H) 0 ., ' '., ■ 1' . 

mmm 2(1 55) 

8- (N, N-v^y^yVT^y) -2-^^-3- (2-^nn-4-^ 
fdr^7i^) -;5, 7-$*fc Kp~7p [3, 4-d] f^/n [l, 
10 5- a] t°y ^i?^:ifiBWfi 




OCH3 



T L C : R f 0.74 (^-f V : @^jcfvl/= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H)„ 

mw\ 2 d56) 

8- (N-v'^n7'Dt>^f;i/-N- ( 4 - y/V^u 7 ^=.;V) ^ f-jVT 
20 5/) -2-^/1—3- (2-^pp-4-^ h^F-i/7i=/W) -6, 7 
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T L C : R f 0.27 (^=*rf-^ : @f^^= 1:1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H), 7.01 - 
5 6.95 (m, 2H)',' 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J. = 7.2Hz, 2 H), 2.39 (s, 3H), 2. 10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) C 

mmm 2 (157) 

10 8- (N-7°n t°/l/-N- (4-^^7^^/V) ^/V-T^y) -2-^ 
D [3, 4-d] fc^/n [1, 5 -a] t-y^^V-ig^m 
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TLC : R.f 0.43 (-^M^ : %?%£^?-/U= 2 : 1 ) ;" 
NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = S.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1 .80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) 0 

mmm 2 ( 1 5 8 ) 

8- (3-^<>^;UT^ 7) - 3 - (3-^ nn-5- MJ 7 

10 ;^irn ^=f-;v\i e ]) i/ls- 2-4 ;V) -6, 7 - v?t Kn - 5 H- i/9 u^<y 
? [d] \?7V*u [i, 5- a] VD%*Jl"2fflm. 




• 2HCI 
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T L C : R f 0.19 (^^t ^ : Sf ^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 

3.15 (m, 2H), 2.47 (s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz,' 

6H) 0 



Mtfeffl 2 (15 9) 

8- (N-^f;l'-N-7'ot>7^) -2-^^-3- 

-4-/ Y*i/7^~JV) -5, 7-^tFn-7D [3, 4-d] t°7^ 

P [1, 5- a] t°y 5i» -%SI% 




10 



OCH 3 



15 



T L C : R f 0.21 (r^^> : H^^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
7.2Hz, 2H), 1.05 - 0.98 (m, 6H) 0 



mmm2 (160) 

8- (N-l/fvl'-N-^n MtVT^y) ~ 2 -fJ-jV- 3 - 

-4-^ h^ri/^rc^yw) -6, Kd-5H-^o^ [d] 

20 t°^/o [1, 5 -a] t°v - mm 
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• i, 




och 3 



1 

T L C : 'R f' 0.33 ,(^*-py : %{%fe^j]s= 3:1) ; 

, 1 1 1 

NM R (300MHz, CDP 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz : 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.1 8 (m) and 2.27'(s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1 .38 (sext, J = 7.2Hz, 2H), 6.96 (t, J = 7.2Hz, 6H) e 

2 1 ( l 6a ) 

8- (4-^:/fvVT5 /) -2-^;l>-3-,(2-^DD-4-n d r 

t 

10 i/7aL-jU) -5', 7-^tKo-7p'[3, '4-d] t°7^P [l, 5- 

a] t°y • ttSNft 




OCH3 



TLC:Rf 0.54 : ^M^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 
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(d, J = 2.4Hz,' 1H); 6.97, (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd.'J = 16.SHz, 1H), 5.39 (d, 

• • • 1 * ' ' i 

J = 16.8Hz, ik)l 5.28 (m, ( 2H), 3.85 (s, 3H), 3.53 (m, lH), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47(m, 4H), l:00.(t, J = 7.2Hz, '6H) 0 I 

mmmz a 6 2) " ' ■ 

i 

A-/ \>*ri/7 x.=zjV) -5, 7-^tFo-7P [3, 4-d] \?7^Jv 
[1, 5-a.] ey^-^y • J 



15 




OCH a 



10 T L C : R f 0.48 (^f-^ : g^cn^vl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H) D 



MMM 2 (16 3) 

8- (N-V^ o^p tVl^-N- (4-7/l'tP7x^) 
-2-^^-3- (2 h^^7i=^) -6, 
Ko-5H-i/^o^^ [d] t°y^n [1, 5-a] t°D5v^ 
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OCH 3 



TLC : R f 0.80 (^-^^ : HSfcrTvl^ 1 : l) ;'' 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = S.4Hz, 1H), 7.17 - 7.09 (m, 2H), 7.07 (d, J 

= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd ; J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 

3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 

4H) 0 



(1 6 4) 



8- (N-^ntW-N- (2-7 jVttu 7 ^^/V) ^f^J^y) -2 
10 ^^-3- (2-^5^-4-^ f^fv-7x=^) -6, Ko 
5H-^nK^ [ d ] k°7/p [1, 5- a] t°y ^ v 5 ^ 



178 



WO 02/(153565 i' PCT/JP01/1 1581 



I. 




I 



T L C : R f 0.85 {^iry : g^m^=,2 ': i ) ; 
NM R (300MHz, CDC1 3 ) : 5 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, ,3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3*H)[ 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J= 7.2Hz, 3H) 0 ' 

Hjjfiffi]2 (1 6.5) 

10 8- (N-ynt°A— N- (3-7;^p7i^) *=f-)VT%J) -2- 
(2-^^/U-4-7< b^i/^^-Zl') -6, 7-v^tKn- 
5H-^n^ [d] k'^yn [1, 5-a] ^y^v 5 ^ 
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F 



OCH 3 



T L C : R f 0.86 (^^rf-^ : ^^aL=f-;v= 2:1) 



NMR (300MHz, CDC1 3 ) : 5, 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 



, 7.01 (m, 2H), 6.98 - 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
5 1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7,5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88(t,J = 7.5Hz, 3H) 0 

mmm 2 a 6 6) 

10 8-v ? v-^P7 c Pt:Vl^^/^T^/- 2-7*^-3- (2-^no-4- 
^ y**y7^=L/l>) -5, 7-^kFn-7o [3, 4-d] t°yy*P [1, 

5 - a] t°y ^ z?y 




OCH 
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T L C : R f 0.39 (^*-fy ; gftftx- f-jV=2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 2.4, 8.7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 '(brs, 2H), 4.89 (brs, 2H),' 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H) ; '0.61 (m, 4H), 0.42 (m, 4H)„ 

Hi 2 (16 7) 

fcVM ?W7 ^ J ~ 2 fvW- 3 - (2-^Pn-4- 
^ h^v^rc — )V) -6, 7-^'kKD-5H-^D^ [d] fc'y / 
P [ 1 , 5 - a ] t° y 5 v»> 




10 OCH 3 



T L C : R f 0.40 (^1^ : g^^f-/W= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J - 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H) C 



mmm 2 ( 1 6 8 ) 

8- (N-^/U-N-yp k°;^7^ /) -2-^^-3- (2-^ no 
-4-^h^^7^^/l^) -6, 7-^tFn-5H-^P^ [d] 
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T L C : R f 0.52 t^f-y- : fHftaifvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, ,1H), 7 08 (s, 1H), 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (ra) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H) C ■ 

mm 2 d69) 1 • , 

10 8- (N-v^ P7°B fcVM^vP-N-r/P \f;VT^ /) -2-/fjU-3 
- (2-^od-4-^ b^fi/7x^;l/) -6, Fn-5H-^ 

u^yf [d] t°?y'u [i, 5 -a] t'y^v 5 ^ 




och 3 



T L C : R f 0.54 : ^m^;V= 2:1) ; 

15 NMR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
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• I, 

i 

1 ' ' 

(dd, J = 8.4, 2.7Hz, 1H), 3.83'(s, 3H), 3.64 - 3.58 (m, 2H); 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7*2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 .- 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, 
2H), 0.15 -0.05 (m, 2H) 0 1 . , 

I ■ 

mmm2 (170) 

8- (N— d'/p tW^^-N-7°n \f;VT ^ J) -2-^fvV-3 
- (2-^ n n-4-p< f^f^7x= -5, 7-^tFn-7P [3, 
4-d] t°7^'P' [1, 5 -a] ' 




OCH 3 



T L C : R f 0.42 (^-^V : $^olJ-;v= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) Q 



mmm 2 ( 1 7 1 ) 

8- (N- {2--f=f-~)V) -N-^DtVl^T^y) -2-^ 3 - (2 

f^7x^) -6, 7-v^tKn-5H-^D^ 
20 * [d] t°7/D [1, 5-a] t 0 }) 
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OCH 3 



T L C : R f 0.44 (^3f : %m^J-;V= 2:1) ; 
NMR(300MHz,CDCl 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(bid, J = 8.7Hz : 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5H 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
, 1 .80 (m) and 1 .89 (s) total 5H, 1 .01 (t, J = 7.2Hz, 3H) C 

111 2 (17 2) 

8- (N- (2 -N-^pW^) (2 
10 -^nn-4-^K'>7i^) -5, 7-^tKn-7o [3, 4-d] 
[1, 5- a] t°y * v>>- 




OCH3 

T L C : R f 0.36 (^ifi' : fH&n^vl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 
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3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz 5 3H), 1.72 (sext, J *= 7.2Hz,' 
2H), 0.98 (t, J = 7.2Hz, 3H) 0 

i 

mmm 2 (173) ■ - , 

'5- 8- CN-Zf^/Is- N- (2 fdr-y^^-yu) 7^;) -2-^^-3 
- (2-^un-4-n^7i-;H -6, Kp-5H-^^ 
n-^^ [d] t°7/p [1,.5-a] t°y^i»--^^ 




OCH 3 



T L C : R f 0.34 : Sixf;l^= 2:1) ; 

10 N MR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

15 mMm 2 (174) 

8- (N-y^/U- N- h^^/U) T^y) -2-7*^-3 

- (2-^od-4-^ h^v y x.=-)V) - 5, 7-v i tKo-7n [3, 
4-d] t°7^D [1, 5 -a] tf U ^ v 1 ^ • 
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OCH 3 ■ 



I 

I 

T L C : R f ' G.39 i^-fry : %&fc^J-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m, 

1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 - 4.20 (m ; 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H,' 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t; J = 6.9Hz, 3H) D • ■ 

■ ■ ■ I . 1 

mmm2 '(i»7'5) 

8- (N-^nfcVl'-N- {A-Y))yjVirx2^J-;Vir^i/y^;V) 
10 JVTXS) -2-'7<^-3- (2-^pp-4-> h^v-^^^/P) -5, 
7-5?kKn-7B [3, 4-d] t'7 N /n [1, 5- a] \?D %W 



OCF3 
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TLC : R f 0.42 (^-fy : v |fflfc:nf7l"= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.39 - 7.33 (m, 2H), 7.31 (d, J - 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), ' 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
'5 (m,2H),0.89(t, J = 7.5Hz,3H)o 

mmm 2 c 1 7 6 ) • 

8- (N-^n/atVMf/lz-N- (4-7/^n7s=^) ^f^7 
$/) -2-^5^-3- (2-^5vU-4-p< h^i/^crp/V) -6, 7 
10 -^kKP-5H-^n^ [d] t°?y*P [1, 5-a] t°V 



F 




OCH 3 



T L C : R f 0.28 {^-fy : gfcgfc:r.^vv= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3 .83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) D 
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I 

I 

■ I, ■ 

mMM2 (17,7) . ' ' ' ' 

8- (S^Y^-T^y) -2-*?Vfc- 3 -. ,(3, 

^-2--f^) -6, V-^t Hn-5H-^ [d] h D 7^D [I, 

5- a] fc 9 !! ■ ' . • 




TLC:..R.f QJ8 iC^f-^ : @M^^vV= 3 : 1.) ; 

NMR(300MHz', CpCl3) : 5 8.58 (d, J = 2.1Hz, 1H), 7.81 (d, J - 2.1Hz, 1H), 6.24 

(brd, J = 11.1Hz, 1H), 3.80 (m ; 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H) ; 

t 

2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) C 

10 

mmm 2 ( 1 7 8 ) 

8- (N-^^-N-^^T^y) - 2-^f;V- 3 - (2-^no- 
4-^ -6, 7-^tFo-5H-^n^ [d] t° 

[1, 5-a] \?y -msnfe. 
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OCH 3 



I 

I 

TLC : R f 0.61, (^^y : SH^f^= 2 ; 1 ) ; 
NMR (300MHz,. CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (ra, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1 .74 (m, 2H), 1.32 - 1 .48 (m, 5H), 0.98 (t, J = 7.8Hz, 
3H) 0 

\ t 

8- (N-v^p^p tVi^fvv-N- (4 - MJ-^/i^n * =f-)vy^=^jV) 

t 

10 ^f/l'T^;) - 2 5v^~ 3 - (2-^fv^-4-^ h^f>>7^^/V) 
-6, 7-^k.Kn-5H-^n^;? [d] t^^n [1, 5-a] t° 
U 5: v 5 ^ • jggg& 




OCH3 
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T L C : R f 0.54 (^^if V : I^oi^vl/= 2 : 1 ) ; 

i 

NMR (300MHz, CDC1 3 ) : 5 7.65 (d; J « 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.7Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s,' 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.1 1 (t, J = 7.2Hz, 2H), 2.29 
, 5 , (s, 3H), 2.27 (m, 2H), 2. 19 (s, 3H), 1.14 (m, 1H), 0.65 (m, 2H), 0.17 (m, 2H) 

mm\2 (i8o) . 

8- {Z-^y^lVT % J) -2-^5^-3- (2-^pd-4-^ h=^' 
^>7x-/W) -5, 7-^Kn-7P [3, 4-d!) t'^^n [l, 5- 

10 a] t°y >m®& 




T L C : R f 0.40 (^^f"> : ^^x.f-jv= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
15 (d, J = 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m, 4H), 1.06 (m, 6H) C 

lli 2 (18 1) 

8- (N-v^ n^p tVM?vl/T5 7 -N- (4-7;^P7i=/V) ^ 
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5, 7-i?kKo-7D [3, 4-d] t°7 N /n [l, 5-a] *i?y 



T L C : R f 0.28 (^drf-^ : @1^^fvV= 3:1); 
5 NMR(300MHz, CDC1 3 ) : 5 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7.05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m, 2H) C 

10 mmm 2 ( 1 8 2 ) 

8- (N-^OvVU-N- y^f-jU) T^7) - 2-^ 

(2-^;P-4-n^7i=^) -6, 7-5?fcKn-5 

H-isfu^y? [d] t^y'p [i, 5-a] t°y^v^v- 2 4feBfe4£ 



F 




OCH3 
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OCH ? 



T L C : R f 0:60 : gf-gg : jfc= 3 . : 1 : 1 ) ; 

NMR(300MHzi CD3OD) : 8 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz,' 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H),2.11(s,3H) 01 . 

MMM2 (1 8 3.) 

8- (N— <^^-N- (2-i?^^7?yif^) 75/0 - 2 
10 (2-^PP-4-^ h^v^^^U) -5, 7-i^tKp-7 

o [3, 4-d] t o 7y^ [i, 5- a] t°y 5 v 5 ^ ■• 2mmm. 




0CH3 



192 
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15 



TLC : R f 6.80 .(J^SSt^Jf 1 ^,: Hftfc :.*= 3,' : 1 :' 1 ) ; 
NMR(300MHz, CD 3 OD) : 6 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, lH),5.13,(s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s : 
3H), 3.76 (m, 1H), 3.56 (m, 1H),,2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) 0 

t ■ ■ 
(184) 

8- (N'— <^vvW-N- (2-v^fvKT^ / x-J-JV) 7 5/) -2-/ 
fvU- 3 - (2-^00-4-^^71^) -6, 7-v J tKn-5 

r 

H-^P^^'- [d] f^o [1, 5— a] h°V^^y- 2&g&j£ 




(HsCJaN^/^^j^J . 2 HCI 

c6-- 




10 OCH 3 



T L C : R f 0.27 n D : > ^ / — 9:1) ; 

NMR (300MHz, CD 3 OD) : 6 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) 0 



mmm 2 ( 1 8 5 ) 

8- (N- (2-y*J-~JV) -N-^^/l/T^y) -2-/fvU-3- (2 
-^^-4-^^71^) -6, 7-^tFn-5H-^n^y 
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WO 02/053565 



PCT/JP01/11581 



? [d] k*7)/B [1, 5-a].bT.y 5 




• HCl 



T L C : R f 0.36 : 2:1) 



NM R (300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 . 



= '7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2.1Hz, 3H), 1.47 (t, J = 7.2Hz, 3H) C 

i 

mmm 2 ( 1 8 6 ) 

10 8- (N- {2-7^~;V) -N-rcfvVTS./) -2-^^-3- (2 

h^^7i=;W) -5, 7-^tFo-7P [3, 4-d] 

t^y'n [i, 5 -a] w -mmm. 

^ ^ -HCl 



5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2.1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 




OCH 3 



T L C : R f 0.26 (^3rf->- : g^ggnifvl^ 2:1) 
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NMR(300MHzl, CDC1 3 ) : 5 1 7!32,(d, J = S;4Hz, 1H), 7.0.8 (d; J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8'^Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.3.6'<X 3H), 1.89 (t, J = 2.7Hz, 3H), 1,51 (t , J = 7.2Hz, 3H) 0 ' i 



5 mmm2' asi) 



8- (N- (2-:/f-^/W) -N-xf)l/7^y) -2-^^;U-3- (2 



10 TLC : R f 0.32 (^'fy : |^xf-/U=2 : l) ; 

NMR (300Hz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) 0 

15 

mmm 2 (188) 

8- (N, N-v^n h'jUT^J) -2-^^-3- (2-^dp-4- 
^ Y^r^y^=-jv) -6, 7-^tKP-5H-^n^y^ [d] fc 0 ^/ 
X2 [1, 5- a] t 0 ^^ 



* [a] f^n [,1, 5-a] w - mmm. 




• HCI 



OCH3 
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OCH 3 

TLC : R f 0.40 (^^fy : ^xf;U=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 =8.^,2^,2.36(5,3^,2.13(1^,2^,1.58(111,4^,0.89(1,1 = 7^,6^0 

^mm 2 (189) 

8- (N- (2-7?-— J>V) -N-^ nyp tVl^^vl^T^ y ) - 2 -V 
?tV— 3 - (2-^DD-4-^F^y7i=/l/) -5, 7-^tKn-7 
10 n [3, 4-dJ M°yy*u [l, 5-a] b°!I ^> 




0CH3 

TLC : R f 0.50 ( h/l^>- : Tir b>=5 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (ra, 1H), 0.64 - 0.56 (m, 2H), 0.38 



196 
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i 

r 

- 0.28 (m, 2H) 0 v ' • 

Hi 2 (19 0) 

8- (N-yn kVV-N- (4-v'7y 7x^/1/) jtfvi'TSyO t2-^ 
'5 (2-^f;l/-4-^^^7x-;V) -6, 7-S?fckn-6 

H-c/^p^^^ [ d ] t °7>/o [i, 5-a] try 55?^ 




OCH 3 

TLC:Rf 0.22 (^MJ-y : tt»*^/U= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

mmm2 a 9 n 

15 8- (n-v^ oyn tvi^- n- ( 4 -fT-fr*?-* y ^-/w) t^jvrx;) 

-2-^^-3- (2-^nn-4-^ f^^x^/U) -5, 7-v^t 
Ko-7D [3, 4-d] t°y^a [1, 5-a] fyS^V 
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OCH 3 



1 1 

T L C : R f 0:20' (>^f-;y : $p^^?-ju= 3 : 1 ) ; 
NMR(300MHz,' CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7. 19 - 7. 13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, l 2H), ! ,3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H) C 

H^ffiJ 2 (19 2) 

8- (N-7"at>-N- (4-/^;vf-^ry t^/ur^S) -2 

10 -^^JV- 3 - (2-^ n b^r^7^^yW) -5, 7~i/t Kn 

-7D [3, 4-d] h^y'n [1, 5- a] t e y^v^ 
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OCH 3 

T L C : R f 0.25' : B^^^- 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H) 5 7.20 (s, 4H), 7.08 (d, J = 

2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 

-■•1.1 

5 3.84 (s, 3H), 3,34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) 0 

1 

mMm 2 (193) 

10 -2-^f/U-3 - (2-^dp-4-^ h^fi/7x=;U) - 5, 
Ko-7n [3, 4-d] t'r/o [1, 5 -a] fcfU^v^ 
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OCH 3 

TLC : Rf 0.19 (^-fy : SMif^=3 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = S.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 -. 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

SMM 2 (19 4) 

■ 8- (N-yp tT^-N- (3-7/^P7x-/k) — 2- 

^^Vl'-S- (2-^PP-4-^^V7i^) -6, 
10 5H-^p^ [d] ^7^0 [1, 5- a] t:° U ^ v 5 ^ 




OCH3 
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T L C : R f 0.48 y :gm^;\s= 3 : l) ; 

N MR (300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4:94 (s, 2H), 3.84 (s, ' 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1.63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) 0 

mmm 2 (195) • 




8- (N-^d fcVl/-N- (3-7^p7x=;V) ^ W^/) -2- 

'i 

10 7 P [ 3 , 4 - d ] / J? [ 1 , 5 - a ] fc° U 5; v> 



T L C : R f 0.46 (-^f-^ : |^^^/^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
- 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) 0 

mmm 2 ( 1 9 6 ) 






201 
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i 

i, . 

6 , 7 -pV Kp [ d ] ' t e 7 C 1 , 5 - a ] k° JJ 




5 T L C : R f 0,64 . (f^f-l' : ^^^=3 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, 3 = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 '(s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t ; 
J = 7.2Hz,6H) 0 

1 ! 

o . 

mmm2 (197) 

8-v ; ynhVl/T^y-2-7 { ^-3- (2, 4-^nn7i^) ^ 
6, 7-^tKo-5H-^n^ [d] [l, 5-a] t°y 




15 CI 

T L C : R f 0.57 : %t^^jV= 3:1) ; 
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i 

NMR(300MHz, CDC1 3 ) : 8 7.5,1 (d, J = 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 ' 
(dd, J = 8.1, 2.4Hz, 1H), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, ' 
J = 7.5Hz,6H) 0 ■' 

5 

mmm 2 ( 1 9 8 ) 

8-^nt>7^;-2-^f/W- 3- (4 - )V7 ^fr) -6, 7 
-^tFn-SH-^o^ [d] fr/o [1, 5 -a] t°y>v?^ 




CH 3 



10 T L C : R f 0.58 : gj&aifvl^ 3 : l) ; 

NMR (300MHz, CDC1 3 ): 5 7.58 (d, J - 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1 .64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) 0 

15 mt&M 2 (19 9) 

8 -i?yut°/UT^/-2-^?-/U~3- -6, 7 

-^tKo-5H-^n^ [d] t°7/n [1, 5 -a] ¥}) 
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CH 3 



CH 3 



10 



TLC : R f 0.61- (^f-^ : gtSfcc^yu= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz 5 1H), 7.06,(t, J *= 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
(s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H)„ "'■ 

' ' l 

1 < 

1 ' 

HHM 2 (200) 

8-^i=tf/^$V-2-y^-3- (2-^^7^-/k) -6, 7 
-^tKn-5H-^D^ ,[d] fr/n{l, 5- a] t°y^^> 




15 



T L C : R f 0.56 (^3rf->' : @£$pi?vV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J 
7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 



MM 2 (201) 



204 



WO 02/053565 ' PCT/JP01/1 1 58] 

• i, 

8- (N-t/nkV^N- '(X^-y [d] ,1, ^-V'^VyV-b — 1 )V) 
-6, 7-^tKo-5H-^n^y^ [d] \?y-Jn [1,'5-a] t° 




T L C : R f 0.31 (^-fy : Bfflfe£?r/l/= 3:1) ; 
NM R (300MHz, CDC1 3 ): 5 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 



lli 2 (2 0 2) 

8- (N-:7°n fcV^-N- K>->/ [d] 1, 3-^y7^-5-^^) 
yW^y) - 2 3 - (2-^00-4-^^^71^) 

15 -6, 7-v>fc Kn-5H-^o^ [d] t'^/n [1, 5 -a] t° 

y 5 vy • wis 
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HC1 




OCH a 



TIC: Rf 0.38 (^^ri^> : fft&tx.?-jv= 2 : 1 ) ;" 
NMR (300MHz, CDC1 3 ) : 8 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd, J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) D 



10 



2 (2 0 3) 

8- /) -2-/^/1^-3- {2-*J-;V7^^;V) - 

6, 7-^tFn-5H-^n^ [d] t°y/n. [1, 5-a] t° V 
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TLC : Rf 0.39 ; |^jc^= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J - 7.2Hz, 2H), 2.90 (t, J - 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H) 0 , 

'5' 

lli 2 (2 0 4) 

8- (3-^<y^-;uT^/) - 
6, 7-5?kKo-5H-^n^ [d] t°y^/n [l, 5-a] t°U 




T L C : R f 0.45 (^f-^ : fiH^t^/l^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J - 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1 .82 - 1 .55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) D 



mmm 2 (205) 

8- (3-^^^vU7$/) -2-^^-/1^-3- (4-^f^7i^) - 
6, 7-i?kKo-5H-^n^ [d] f^/n [l, 5-a] fc°P 
20 5 v>> 
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My, I 




10 



T L C : R f 0,47 , (^*cD-y : ^Sk^f-jv^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.57 (d, J .= 7:8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J - 7.2Hz, 2H), 2.94 (t, J = 7.2Hz, 
2H),2.55 (fi, : 3H)/2.37 (s, 3H), 2.15'(quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t, J = 7.2Hz,6H) 0 

HjjM2 ('2 0 6 ) 

8- (3-^>7 5 i /) -2-^^-/V-3- (2 -t^^Hr- 4-/ 
Y$r*yy -6, 7-^kKo-5H-^P^ [d] t'^'p 
[1, 5 -a] tfJJ ■ Jfig|^[ 




T L C : R f 0.10 (^rf-> : ^3c^= 3:1) ; 
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i 

i, 

NMR(300MHz/'CD.Cl 3 ): 6 '7.26 - 7.16 (m, 1H), 6,'. 83 (m,' 1H), 6.84 - 6.76 (m, 1H), 
3.97 (m,' 1H)*3'.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (m, 2H), '1 .95 r 1 .44 (m,' 4H), 1.11- 0.99 (m, 6H) 0 'I 

5 (eo V) " 

8- (N-ynt:>-N- {^OV [d] 1 , ' 3 - 9 J**V 7 5 — i iV) 

t 

^ / ) - 3 - (2-^PD-4-n^>7i-;i') 

-5, 7-i?tKq-7D [3, 4-d] t'yy'n [1, 5- a] t'Hv 5 
^ • ' ' ' 




10 OCH 3 

T L C : R f 0.40 (^3F"tH' : ft|fx^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H) 3 2.38 (s, 3H), 1.77 (m, 
15 2H), 0.95 (t, J = 7.2Hz, 3H) D 



gMJ (2 0 8) 

8- (N — <y^-N - i/^ n tVvy f ^7 5 / ) -2-^fvw-3 
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WO 02/053565 PCT/JP01/1 1581 

i 

• - (2-^f;V-4-^ F^7x's^) -6, Kn-5H-^ 
[d] k"7y'n [l, 5 -a] hT JJ 5 S?^ • ittifctt 




och 3 



' TLC : R f 0.58 (^-fy : mk^^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1 . 1 6 (m, 1H), 0.63 (m, 2H), 0. 1 8 (m, 2H) 0 

10 mmm 2 (209). 

8- (N-^^v^W- N-->^ n^P tVl^^vKT^ J) - 2-/^/U- 3 
- (2-^ ua- 4-/ b^yy^.^^) -6, 7-^tFP-5H-V^ 
[d] fcf^/n [l, 5 -a] fc°!i v^-Itl 
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OCH 3 



T L C : R f 0.56 (^^^^ : SMfc*?'/*'— 2 : 1) ; 

N M R (3 OOMHZ; CDCI3) : 5 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6,96 

' 1 

1 ■ , 

(dd,J = 2.7; 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m; 2H), 3.07 
5 (t, J = 6.9Hz* 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H) 0 

1 1 

1 

mmm2 (210) 

8- (N — <y^-N-^P7"o \?/V??-;VT % J) - 3 
10 - (2-^PP-4-n^>7x^) -5, Kn-7P [3, 

4-d] t c 7^P [1, 5 -a] M°V - 




OCH 3 
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T'LC : R f 0.47 i^-fy : fr= 2:1) 



NMR (300MHz, CDC1 3 ) : 6 7.26 - 7.45 (m, 6H), 7.09 (d, J 2.4Hz, 1H), 6,96 (dd, 



J = 2.4, 8.1Hz, 1H), 5.36 (m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (ra, • 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) D . 

5 

mmm2 (2iD 

8- (N-^fvV-N- (2-^~/W 75;) -2-^^-3- (2 
^ [d] fc^/P [1, 5-a] tfy^v^ 



T L C : R f 0.38 (^f-V : @^m5vl/= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

mtm\2 (212) 

8- ( 3 -^yj-JlsT ^ J) - 3 - (2-^^yl/-4-7/l/^- 

n7i^) -6, 7-^tKn-5H-^0^^ [d] ^7^0 [1, 

20 5-a] t°y v^y-iit 



10 
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TLX : Ri 0.44 : ^^^= 3 : 1 ) ; 

N MR (300MHz, DMSO-d 6 ) : 8 7.34 - 7.24 (m, 2H), 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3. 14 (bit, J = 8. 1Hz, 2H), 2.95 (brt, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10' 
5 i (m) and 2.12 (s) total 5H 1.85 -1.60 (m, 4H), 0.95 - 0.85 (m, 6H) 0 

2 (213) 

8- (3 °1^}-^T^J) -2-/7-SIS-3- (2, 5-^on7^ 

)V) -6, Ko-5H-^n^ [d] \fy^u [ l , 5-a] 

10 t o y^v>^-^^4i 




TLC : R f 0.46 (^^i^> : ff&^;\,= 3:1) ; 

NMR(300MHz, DMSO-d 6 ) : 5 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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' I. 

2.32 (s, 3H),.2;2'S - 2.10 (m, 2H)„'l.85 - 1.60.(m,'4H), 0.89 (t, J = 7.5Hz, 6H) Q 

• • '.- ' ' i 

Hli2 ( 2 1 4) ' . ( 

8- (3 °y?/UT$;) -2-^5 L ^-3:- ('2, 4-^h^ri/7i 

5 -/U) H6, 7r^tKti-5H-W.n^ [d] t°7 N /n [l, 5- 




T L C : R f 0-43 (^^1/ : @^@£ai^yW= 1:1) ; 
NMR (300MHz, DMSO-d 6 ) : 8 7.24 (d, J = 8.1Hz, IH), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, -2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (bit, 
J = 8.1Hz, 2H), 2.99 (brt, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

MMm 2 (215) 

15 8- ( 3 Vi-JVT % J ) -2-^^-3- (2-7/U^-p-4-^^ 
;>7s=^) -6, 7-v?tKn-5H-^n^ [d] fyy'n [1, 

5- a] try ^ • 
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CH 3 ' 



TLC : R f 0.43 '(^^V : ^St^/^= 3:1) ; 
NMR(300MHz^ DMSO-d 6 ): 5 9.20 - 9.00, (m, 739 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, ,1H), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0.in 
5 DMSO-d 6 ); 3.14 (bit, J = 7.8Hz, 2H), 2.99 (bit, j = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

ggffifli]2 (21 6 ) ■ 

8- (N-T'fvW-N- (2--/f-^/W) 7 5 7) -2-^^-3- (2 
10 n d- 4 f#v^7x=;l/) -6, 7-i^t Kn-5H-^o^y 

^ [d] k7/o [1, 5-a] fyv^y 




OCH 3 



T L C : R f 0.80 (— : gfi^nfvt^ 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 
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5. 



(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J 
= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2:36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H); 0.94 (t, J = 7.5Hz, 
3H) 0 



2 (2 17) 



8- (2-^^/1^) T^y) -2-^^-3— (2 

h^fv-^^M '-5, 7-^tFn-7o [3, 4-d] 
f7y'P [1, 5-a] t^H^ ' 




10 

T L C : R f 0.78 (^*rf-> : @H£^/U= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H) ; 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (ra, 2H), 1.41 
15 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) D 

mmm 2 (218) 

8- (3-^f^-2-7*f;l/7^/) - 2~^=f;V- 3 - 
4-p* r-*^7rc=A0 -6, 7-i?kKn-5H-^n^ [d] k° 
20 7^D [1, 5-a] \?V 
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TLCrR.f 0.36(^^-^:1^^^=3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.45 (brd, J = 10.2Hz, 1H); 7.11 (dd J = 4.2, 8.4Hz, 
1H), 6.89 (d, J = 2.4Hz, 1H),'6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 • 3H), 3.49 (m, 2H), 3.15 (t, J - 6.9Hz, 2H), 2.29 (ra, 2H), 2 .28 (s, 3H), 2.20 and 2.19 • 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, 3 = 6.6Hz, total 3H),' 1.05 - 1.14 (jn, 6H) C , 

mmrn 2 (219) 

8- (l-^n^^xf;k7;/) - 2 -fj-)V- 3- (2-^fvl" 
10 -4-;* b^v^^/U) -6, 7-^tKn-5H-^o^ [d] 
t 0 yy~n [1, 5- a] W 5^^-46^ 




OCH3 
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i 

i 

i, 

i 

T L C : R f 6.36 3r^>-,': @M^>./i^ 3:1),; 
NMR(300MJJz,' CDC1 3 ) : 0 7.42 (brd, J = 10.5Hz,, 1H), 7:11 and 7.10 (d, J = 
8.1Hz, total 1IJ), 6.S8 (d y J = 2.7Hz 3 1H), 6.81 (dd, J =. 2.7, 8.1Hz, 1H), 4,.0 ( 3 (m, 1H>; 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H),'2.28.'(m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41' and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -' 1.37 (m, 5H) 0 . . ( ' 

I 

1 • 

I 

mmM2 (2' 20) ' 

8- -2-^f-/V- 3- (2-^^-4-^ 

10 v>7ol-M - Ko-5H-^n^ [d] b°7^n [1, 

5-a] -m.mm. > 




OCH3 



T L C : R f 0.36 : |^^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m, 3H) D 

20 mmm 2 (221) 



218 



WO 02/053565 
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8- K / ) -2-^fv^-3- (2-^^-4-.^ h*' 

-6, 7-S?fc Kp-5H-^p^ [d] tfyy'p [l, 
5 -a] tlv^-Mt 



5 T L C : R f 0.43 : «oi^= 3:1); 

NMR (300MHz, CDC1 3 ) : 8 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = ••. 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71-1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) 0 

10 

Hftfcffil 2 (2 2 2) 



8- (1 h^v'-2-7 P Pt°^T5: /) - 1-**5~)V- 3 - 
^_ 4 _^ -6, 7-i^tKn-5H-^o^ [d] 

[i, 5-a] *y$i?>>#mm. 




och 3 
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!, 




i 



TLC : Rf 0.30 (^3MM« : B^^-^~^= 2 ': l) ; 

i 

NMR(300MHz, CDC1 3 ) : 5 7.66 (brd, J = 8.4Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2.1, S.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 ^dd; J =? 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz, 3H) 0 

(2 2 3) '. . ' . 

10 8- (2-t^W5/) -2-^^-3- (2-^^-4-^ V* 
is7 3L-M -6, 7-^tKn-5H-^P^ [d] t'^n [1, 
5 -a] f U 5 • 




T L C : R f 0.60 (^^-y : g^cc^/V= 2:1) ; 
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i, - 

NMR (300MHz,. CDC1 3 ) : 6 ' 7,33, (brd, J -,10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.1Hz, total 1H),' 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H),'3.'50 (hrt, J = 7.2Hz; 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, total 3H), 
5 1.26- 1.45 (m, 8Hj, 0.90 (m,3H) D 

. ' 1 
I 

HfSffi] 2 1 ( 2 '2- 4 ) ■ 

8- (1, 2, 3, l 4-rh7tKot7^1/>-I — f/U) 

r 

10 5H-^n^ [d] h°7 v /n [l, 5-a]'lfp$^ 




OCH 3 

T L C : R f 0.16 (^i^ : ft»a:^/V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H) 0 

jig 2 (2 2 5) 
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»■ 

8-( (IS, 2S, 3S, 5R) -2, 6, 6 - hV * TAsVi/? o [3., 
1. 1] -3— 'V/fvuO 7$y-2-^^V-3- (2-^^-4-^ 
h^t/7i^) -6, 7-v?tKn-5H-^P^ [d] k e 7 x /P' 
[1, 5 -a] t°U 




TLC : R f 0.25 (^f-V : Wftt&- s }'JV=a : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J= 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6:78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m s 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.3 1 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 

gffifl 2 (2 2 6) 

8- (3-^>^7^y) -2-^^-3- 
15 7x=;v) -6, 7-^kFa-5H-^n^ [d] t°^y~a [i, 
5 - a] h°y * ^ ■ jftHttt 
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CI 



TLC : R i 0.41 ^> : »f^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.38 - 7.32 (m, 2H), 7.26 - 7,1 0'(m, 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 - (quint, J = 6.6Hz, 2H), 1.92 - 1.40 (m, 4H), 1.06 (t, J = 7.2Hz, 6H) 0 

i 

mm 2 (227) 

8- (3-^yW5/) -2-/^-3- (2, 5-^^V7x 
—M -6, 7-i?tKn-5H-v/^D^ [d] fc^/n [l, 5- 

i 

10 a] h°y ^ i?> • 



T L C : R f 0.52 (^ty : Bm^?-^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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1 

: i 

• 1, 

3.12 (t, J = 7.8 Hz, 2H), 2.43 (s, 3,11), 2.29 (quint; "J =.7.8Hz,2H), 1.90 - 1.40 (m, 4H), 
1.05(t,J 1 f=7^Hz,6H) o ' ' '': •' ., 

MMM 2 (2 2 8) . ' > 
5 8- (3— <>T^7^y) -2-^^-r'3- (2-7< h^^7ai-/U) 
-6,' 7-v?t'Ka-5H-^D^ [dj f^B [ 1 , 5 -a] fc° 




T L C : R f .0.24. (^I^ : &&aL?-,;\,= 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 
6H) 0 

15 H»!l 2 (2 2 9) 

8 v ~f\2 tVM ^-jVT % J - 2 - * <3~)V- 3 - ( 2 - / J-JV- 4 - 
* V*^7^=-;V) -5, 7-$?t Ko-7P [3, 4-d] t°7/P [1, 
5-aJ fc°JJ SS^-afflfctt 



224 



WO 02/(153565 .' PCT/JP01/11581 

I, 



14, i ' 




T L C : R f 0.46 : ftS^f/l'- 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.87 .(m, 1H), 7.11 ,(d, J = 8.7Hz, 1H), 6.89 (d, J = , 
2.7Hz, lH),.6.82,(dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1 .26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, 
4H) 0 ■ ' 

gjjMg (2 3 0.) ' , 

8- (N-^^VV-N-^^T^ 7) -2-p<^-3- (2-^A— 
10 4-n^7i^) -5, 7-v?tFP-7P [3, 4-d] f^P 

[i, 5-a] xy$i?*-msm 




T L C : R f 0.49 {^-f^ : jfflt :t ^ !S! 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), 

i 

2.29 (s, 3H), 2.19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 3H), 1.44 (m, 2H), .1.02 (t, 
J = 6.9Hz, 3H) 0 

5. HMffi]2 ( 2 3 1) 

-4 Y$ri/7 -5, 7-v?hFP-7P [3, 4-d] t°?y* 

p [ i , 5 - a ] t°y mm 



10 T L C : R f 0.54 (^^t> : H^xf 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, 3 = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

15 * 
W&m 2 (2 3 2) 



8- (N, N-v^P tVWT^ /) -2-*=?jV-Z- (2-/f-/ls-4- 
* Y*1/7ol=.;i<) -5, 7-^^0-70 [3, 4-d] [1, 

5- a] t°y 




och 3 
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i 



T L C : R f 0.51. {^^y : H^^-fvl^ 2:1) ; 
NMR(300MHzj- CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H) : 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2.19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

i • 

i 1 

mmm 2 (233) . 

8- (N-^'A-N- (4-fc Kndp-^y^-yv) 7) -2-^^- 
3- (2-^^/1^-4-^ hdF-*/73i=/^) -6/ 7-i?tKn-5H-'> 
10 #w<V9 [d] t^^n Cl, 5- a] fy^^-ifiiMfi 




T L C : R f 0.29 (^df-fri' : ftg^fvl^ 1:2) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H) 5 2.17 (s, 
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3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t 3 J = 7.2Hz, 3H) 0 

t 

mtm\2 (234) 

(2-y Y^-i/^jV) 7^;-2-^f/l/-3- 
5 4-^ hdr^7x^) — 5, 7 — v'fc pD-70 [3, 4-d];k°7^n 
[1, 5- a] t°y ^ v?^ 



TLC : R f 0.35 (-^*> : ft»a:^= 1 : 2) ; 
NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H) 0 

MMM 2 (2 3 5) 



8- (3-^y^T^y) -2-^^-3- (2-^ h^r->-5— fy 
15 r/cikVl^^^/l/) -6, T-^tFn-SH-^n^ [d] t 0 ?/ 

d [1, 5- a] t°y v^y-in 




OCH 
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i 




TLC : R f 0.36 (^fy : I^if;l/=3 : l) ; 
NM R (300MHz, CDCI3) : 8 7.23 (dd, J = 8.4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 , 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 , 
(m, 4H), 1.26 (d, J = 6.9Hz, 6H), 1.04 (t, 3 = 7.5Hz, 6H) D 

1 .'1 

|gj2 (2 3 6) 

8- (3— 0^-/1^7 S,/) -2-^^-3- (2-^ h**S-5 -7 A* 
10 ^P7i-;l/) -6, 7-i/k Fd-5H-^d^ [d] t'r/0 [1, 

5-a] try >;v?y 




T L C : R f 0.26 : %m^jV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3,40 (m, 2H), 3.12.(t, J = 7.2Hz, 2H); 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 
2H), 1.90;- 1^0,(01, '4H); 1.05 (t, J = 7.5Hz, 6H) C "' .', ■ 



i, i ■ 



mm 2 (237). 



5 8- (N-^fv^-N-' (4 -7)VHru-? xl~)V) ^fvI^T^/) -2-^ 



^vl-^3- (2-^ n u-. 5 h^r^7^=>^) -6, • 7 -'^t Kp- 5 



H—>?Tn^y? [d] f^/n [1, 5-'a] t°y § • i£$?i£: 



T L C : R f 0.40 (^=¥f-^ : @^^^= 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 5 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) D 

mmm 2 (238) 



15 8- (N--f^-/V-N- (4-7/^0 7x^1/) ^^/VT5/) - 2 

9^-3- (2-^no-4-^ h^r->7x-;V) -5, 7-v^tKn-^ 
n [3, 4-d] [1, 5- a] t'D^v 5 ^-^^ 



F 




OCH 3 
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I, 

I 




OCH 3 



T L C : R f 0:20 ' {^h^y : I»xfyl,= 3 : 1 ) ; 
NMR(30QMHz, CDGI3) : 5 7.40 - 7.26 (m, 3H), 7.12 (brd, J = 7SHz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H) : 
5 3.70 (m, 2H),»2.37'(s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) 0 

mnm2 ( 2 3 9 ) 

8- (N-^/U-N- (4-7^ta7x^) ^W^y) - 2-/ 
{2-^^-;^-A-^Y^ri/y^=^M -5, 7— ^fc Kn — 7 
10 p [3, 4-d] t°7^n [l, 5- a] t° U ^ >- • WkM. 
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F 




T.LC : R f 0.28 (^f->- : gffig:x.fvu= 3 : 1) 

1 

NMR(300MHz, CDCI 3 ) : 6 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0!84 (m, 
3H) D 

1 

mmm 2 (240) 

8- (3-^y^;UT^/) — 3 - (2-^ Y*~s- 

10 D7i-^) -6, 7-^tKo-5H-^a^ [d] t^/n [l, 
5- a] t°y 5: i?^ • 
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T L C : R f 0.26 : ft»ai^= 3 : 1) ; 

NM.R (300MHz, CDC1 3 ) : 5 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7:25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total 2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4R, ' 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
■ 5 1:90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 6 

HtfegtJ 2 (241) ■ 

8- (N-^fvU-N- (2 1 -y*¥VM T^J) - 2 - p« fVW- 3 - (2 
-*=f-)V-4 Y*i/73L~JV) - 5, 7-S?tKo-7D [3, 4-d] 
io t°7 y D [ 1 , 5 - a ] fc° y ^ v>> • 

• HC1 



T L C : R f 0.37 : SRxf;l/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
1 5 (s, 3H), 2. 1 8 (s, 3H), 1 .90 (t, J = 2.4Hz, 3H), 1 .5 4 (t, J = 7.2Hz, 3H) 0 

Hi 2 (24 2) 

8- (N-/n tVV-N- (2 -73-D M T^/) - 2- t^iV- Z - (2 
-^fvl—4-^ h^i/^-zU) -5, 7— S^fc KD-7P [3, 4-d] 

20 [ i , 5 - a ] t°v$i?y- m&m. 




OCH 3 
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' i 



TLC : R f 0.47,(^^i^^ : &&^;l,= 2 : l) ; 

NMR (300MHz,. CPCI3) : 5 7.10 (d, J= 8.1Hz, 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 

t 

(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
3.83 (s, 3H), 2.3 1 .(s,' 3H), 2. 1 8 (s, 3H), 1 .94 (m, 2H), L 89 (t, J = 2.7Hz, 3H), 1 .05 (t, 
J = 7.2Hz,/3H) 0 



(2 4 3) 

8- (N-:/ntVl/-N- (4-^^^^-73i^^) ^ ^/VT ^ / ) -2 
10 -^;u-3- <2-^^;i/-4-^ Y**/7^~?l>) - 5, 7-ytFc 
-7D [3, 4-d] tyy'n [1, 5 -a] t°y $ i?> • JgpgJg 

SCH 3 
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T L C : R f 0.45 : mk^^= 2:1) 



NMR(300MHz, CDC1 3 ) : 6 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s,' 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H),' 3.70 (m, 2H),.2.50 (s, 3H), 2.31 (s, 3H), 2.20 
■5 (s, 3H), 1 .84 (m, 2H), 0.97 (t, J = 7.2Hz, 3H) C 

mm\2 (2 4 4) ■ 

8- (N-7*P^- N- (X^i/ [d] 1, 3-^y7>-5-^;V) 
^fvUT^/) -2-^^-3- (2-^^-4-^ R'V7x^) 
10 -5, 7-5?tKn-7B,[3 p 4-d] f^/P [l, 5-a] 



TLC : R f 0.45 (^1^ : 1^^^= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C 
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» 

!, 

mm* (2 4' 5) 

8 - (N--^Vv?/V-N - i/# d ~tn fcVl^ ^jVT % / ) -2~/ f)V- 3 
- V*iyy*~M -5,. 7-i>t Ko-^d [3, 

4-d] fy.y'o '.[I, 1 5 -a] W ki?f 




och 3 



TLC :.R f . 0.47 ,(^^rf-^ : S^^= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
1 0 1H), 0.69 (m, 2H), 0.24 (m, 2H) D 

Hi 2 (2 4 6) 

8- (N-^n/obV^f/l/-N- (4- MJ7/^n^f;k7x^) 
^ ^~JVT 5; / ) -2-^^-3- (2-?uu-5-J Y*^y^~/U) 
15 -6, 7-^tKo-5H-^D^ [d] [1, 5-a] fc° 
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OCH 3 



T L C : R f 0:48 '(M^^ : 2 : 1 ) ; 

NMR(300MHz, CDei 3 ) : 5 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J = 8.1Hz, 1H)j 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.8S (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54 '(m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) C 

mmm 2 (247) 

8- (N-^n^nWf^-N- (4- h'V y^jrvfj-fry x.—JV) 

10 ^/I'T^/) -2-^^-3- (2-^DD-4-n^7x-/V) 
-5, 7-v ? tKn-7P [3, 4-d] [l, 5- a] 
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T L C : R f 0.42 (^$-f> : ffi8t*.<?/V= 2 : 1 ) '; 
NMR(300MBz, CDC1 3 ) : 8 7.65 (brd, J - 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, 3 = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - "' 
0.60 (m, 2H), 0.22 - 0. 14 (m, 2H) C 1 

mm\ 2 (24 8) 

8- (N-^pyne;^f;l^-N- (4- f^^to^Ws^) 
10 ^W^/) - 2 3 - {2- Y*i/7 ^=-)V) 

-5, 7-i?kKa-7P [3, 4-d] f^'n [1, 5-a] t'Hv^ 
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T L C : R f 0.42 : ^^ai^-/U= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2:7Hz, 1H), 5.42 (m, 
5 2H), 5.38 (s, 2H), 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1 . 1 5 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0. 1 8 (m, 2H) C 

HI J 2 (2 4 9) 

8- (N-r/n fcVl'-N- (4-v'7y7x-;l') ^W^;) -2-/ 
10 (2-^^-4-^ h^ri/^^^/l/) -5, 7-^tFn-7 

p [ 3 , 4 - d ] t°7 [ 1 , 5 - a ] t° !) 5; v 5 ^ • &&& 
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: i 




OCH 3 



TLC : R f 0.29. : 1) ; 

NMR(300MHz; CDC1 3 ) : 6 7.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz 5 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
5 (brs, 2H), 5.09 '(brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60(m, 2H), 0.91 (t, J = 6.9Hz, 3H) 0 

i ' i 

i 

MMM 2 (2 5 0) 

8- (N— Vif d^p tVl^-N- (4-7;^p7i^) ^W^/) 
10 -2-^^vV-3- (2-^an-4-^ h^i/7x=;V) -5, 7 -v>t 
Ko-7D [3, 4-d] t^y'D [1, 5 -a] k°y v^-fif 
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OCH 3 



TLC:Rf 0.40 (^-fr Is : Sg£x5^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz; 1H), 7.16 - 7.07 (m, 3H), '7.02 - 

6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 

.■•j.l- 

5 3.84 (s, 3H)„2.56'(nv. 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) C 
Hj&£flil2 (2 5 l ) 

8- (N-^P7 t otVl~N- (4-7/l/tP7x^/I/) ^ fvl^T ^ J ) 
-2-^^-3- (2-^^-4-^ )V) -5, 

10 ,Kn-7P [3, 4-d] t B 7/n [l, 5- a] - Mm 
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F 




TLC : Rf 0.44 (^^rf->- : jg^auf-jV- 2 : 1) ; 

,NMR(300MHz, CDC1 3 ) : 5 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J -f 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2. 1 8 (s, 3H), 0.90 - 0.80 (m, 4H) 0 ' 

mmm 2 (252) 

-2-^^/^-3- (2 -^^-4 bWa-;!') -5, 7 
10 -5?tKo-7B [3, 4-d] fcT^j/o [i, 5-a] fc°y^>--i« 
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' ' 1 'F 




t 

T L C : R f 0.49' (^^f-^ : ;U= 2:1); 

NMR(300MHz, CDC1 3 ) : 6 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m^2H), 232 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28 -0.18 (m,2H) D 

jij 2 (2 5 3) 

8- (N-ynkVU-N- ( 2 b^vo^l/) 7> y) -2-^^- 
10 2- {2-?uxn-4-t Y*\/y^~;V) -5, 7 - i? t Kn - 7 n [ 3 , 

4-d] t°7/o [i, 5- a] try ttSKfi 
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TLC : R f 0.35 (^Mfy : |Mtxf^s2 : l) 



NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.97 



(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s,- 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s s 3H), 

> 

5 1.81 (sort, J = 7.5Hz, 2H), 1.01 (t, J = 7.5Hz, 3H) C 

mmm 2 (254) 

8- (N-7"DhV^-N- (,2 -.^ ^v^fvV) 75;) -2-^^/V- 
3- (2-^^-4-^ Y^yy^^/V) -5, Ko-7o [3, 

10 4-d] t°yyn [1, 5-a] fcT!J 5 5?^ • «HB£ * 



T L C : R f 0.33 (^^r^V : g^m^/l^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7. 1 1 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz,3H) 0 

jjg|M2 (2 5 5) 

8- -2-^^-3- (2-^f;V-4-i/7; 

20 7^-/1/) -6, 7-i?tKn-5H-^n^ [d] t'yy'u [l, 




0CH3 
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5- a] try ^ ■ msm 



hn: 



jC 




CN 



TLC : Rf 0.45 : ftifcJ-fvl^ 2 : 1 ) ;" 

i 

NMR(300MHz, CDC1 3 ) : 8 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J =. 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H), 4.06 - 3.88 (m, 1H), 3.41 (brt, J = 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) 0 

mm 2 (256) 



10 8- (N-^p t c /t—N- (2-t< h^iS^M T^y) 

3- (2-^pd-5-^^7x^) -6, 7-^kKn-5H-> 
^o^* [d] t'yy'n [l, 5- a] fy5S^-ifc8S4ft 





OCH3 



T L C : R f 0.46 (^rf"> : ft!6^^= 2:1) 
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NMR (300MHz, CDC1 3 ) : 5 7.34 (brd, 4 J = 8:4Hz, 1H), 7.08 (d, J - 2.4Hz, 1H), 
6.99 - 6;91 (j^.lH), • 4:50 (m, 2H), 3.85 (s, 3H), 3.75. (m; 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3:30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H) 0 . ' •, 



H»] 2 (2 5 7) • " 

8- (N-^/V-N- (4-^^^*7 3i=./U) *'?J\'T%/) -2- 
(2'-^nn-4-^ h^x^l/) -6, 7-v J tKn- 
5H-^P^[d] f^yp [1, 5- a] k°!J v^y •MI 

SCH 3 




10 



OCH, 



15 



TLC:Rf 0.42 (^Vls : @^^^/U= 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : S 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) 0 

gjjffj! 2 (2 5 8) 

8- (N-^A—N- (A-^^^^-y ff-jVT^J) — 2- 

*=f-}V-Z- b*is7^-/V) -5, 7-v?tKn- 
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■ I, 

7D [3, 4-'d], t^^/'o'Cl, 5-a,] fc c , V % S • W®& 




OCH 3 



T L C : R f 0.35 (^^^ V : ^gfe 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.35 (d 3 J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8.1Hz,:2H) 5 7.09 (d, 3 = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s* 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1 .42 (t, J = 6.9Hz, 3H) C 

g|i 2 (2 5 9) 

10 8- (N-^^/U-N- (4 - ^f;^t7x-;i/) ^f^7$y) -2- 

^?W-3- (2-^f-^-4-^ f*V7xs;W) -5, 7-i?tFD- 

7n [3, 4-d] t°7/D [1, 5-a] fcT U • JfiBfeJfi 
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SCH 3 



O 



TLC :Rf 0.40 : ^^^;V= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.28 (brd, 3 = 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 

i 

2H),7.13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, ]H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) D 

m&M 2 (2 6 0) 



8- -2-^^-3- (4 -*7-;V=?Hr7 3,=-;V) 

10 -6, Kd-5H-^^o^^ [d] [1, 5- a] t° 

3 • mmm. 





SCH 3 
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TLC : Rf 0.46 \ tf&x^jV= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.52 (d, J = S.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 



2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H) ; 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz,6H) 0 

Hfjfcffil 2 (261) ' 




8- (N-^f-A—N- (2-* h*i/^3-M T^y) -2-^5vU-3 
- (2 -^5^/^-4-^ h *^7i= A) -5, 7-i/tK,n-7P [3, 
10 4-d] t c 7^D [1, 5- a] t°U S v>>- • 



TLC : Rf 0.61 (^f-^ : @^^=JvU= 1:2) ; 
NMR(300MHz, CDC1 3 ) : 5 7. 1 1 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) 0 

MIMM 2 (2 6 2) 



8- (3 -^f-;V7^ /) (4-i?/?-jV7 $ / 7 * 

20 -M -6, 7-^tF0-5H-^n^ [d] M'y^u [l, 5- 



(d, .J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t J = 7.8Hz, 2H), 3.13 (t, J = 7.8Hz, 





OCH 3 
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a] h°y Si**;*! 



i 1 




N(CH 3 ) 2 



T L C : R f 0.57 {^^ly : «^^='l, : 1 ) ; 

NMR(300MHz, ,CDC1 3 ) : 5 7.72, (d, J - 7.8Hz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 

6.75 (m ; 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 

total 8H, 2.52 (s, 3H); 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03 (t, J = 

# 

7.5Hz, 6H) 0 , 



MM 2 (2 6 3) 

10 8- (N-i/^.P^o Wf^-N-^D W ^) - 2-*J-;V- 3 
- (2-^^-4-^ h^r->7^^W -5, 7-i/t Kp~7p [3, 
4 - d] i/n [ l , 5 - a ] t°JJ 5; 5^ • mm 

N' 




T L C : R f 0.55 : fj=^n^vu= 2:1) ; 
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i 



NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81' 
(dd, J = 8.4, 2.4Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H), 2.18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, J = 7.5Hz, ' 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 

'5 

Hi 2 (2 6 4) 



-2-^^-3- (2-^nn-4-^ h^7i^V) -5, 7 — 
Kn-7D [3, 4-d] ^y'o [1, 5-a] t°y 



T L C : R f 0.47 (^-fy : g^^^/l^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H) 0 

mi&m 2 (2 6 5) 

8- (N-7°n tVl^-N- (5 - tf-JU? y y- 2 — f /U) ffjVT^J) 




8- (N-7°nfcVl^N- (5-^;i/7 7y-2-^^) ^WU) 




OCH 3 
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■ I, 
-2-^^- L 3- (2 — Y*f-*S7 s.~As) -5, 7 -v?t 

i ' • * 

Kn->biU; 4-'d] k'y^P .[.1, '-5- a], £°D^v^ 




0GH3 

' 1 
i '1 

T L C : R f 0.49 : l^m^= 2:1) ; 

5 NMR(300MHz^ CDC1 3 ) : 5 7. 1 8 (d, J = 8.1Hz, 1H), 6^8 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8:1Hz, lH), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3,83 (s, 3H), 3.25 (m, 2H),'2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

1 

10 2 (2 6 6) 

8- (N-i/^D7 P oWf^-N- (2-^h^V^^) 7^/) - 
2-^5^-3- (2-^^/1^-4 -t< Y^-yy^^jv) -5, 7-i?bK 
o-7P [3, 4-d] \fyy'u [l, 5-a] k° U ^ • 
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OCH 3 



T L C : R f 0.29 \^r?fy : g^^fvv= 2.: 1) ; 
NM R (300MHz, CDCI3) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90. (s^ 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5!4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
(s, 3H), 1 .04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) 0 

t . I 

mm\2 (26 v.) 

8- (N-yn.tVl'-N- (4-h V7 t*f-)\s-%"*~y7 ^=-]\s) 
10 /l^T^y) -2-^^-3- {2-**?jV-4-* Y*^7^-^) -5, 
7-;tKn-7o [3, 4-d] k°7^n [l, 5- a] fJJSS^-ifc 

mm. 



0CF3 




0CH3 
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T L C : R f 0.51 (^^rf"> : 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 8 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = 8.1Hz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8,4, 2.4Hz, 1H), 5.13' 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s, 3H), 1.64 (m, 2H), 0.90,(t; J = 7.2Hz, 3H) C 

ntm 2 (2 6 8) . 

8- (N-^ntVU-N- d4-7^to7x-^) ^W^y) -2- 
p<^-3- h*^7^~/l<) -5, 7-^tKP- 

10 7n [3, .4-d] M'yVu [l, 5-a] t° y 5 i> ^ • 




T L C : R f 0.53 (^f-> : @^^/i/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H) 0 



mmm 2 (2 6 9) 
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8- (3-^yf/V7?;) - 2 - ^ *f)V- 3 - (2-^Dn-4-T^^ 
f-^ad/V) - 6, 7-i/t: Ko-5H-^o^ [d] t°?y*P [l, 

5- a] try ^■v 5 ^ -Mtm 



5 T L C : R f 0.64 {^^y : $£^^jU= 2:1); 

NMR (300MHz, CDC1 3 ): 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), ' 
3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1.94- 1.64 (m,4H), 1.10-1.00 (m, 6H) 0 

10 Hjfeffi IJ 2 (2 7 0) 

8- (N-i^P^P tVM^Vl'-N- {2-7*3-~;V) T$y) -2-^ 
fyl'-S- (2-^^-4-;* h*isya.-A>) -5, 7-^fcKn-7 
P [3, 4-d] t°yy*P [1, 5- a] \?y^*J» 




SCH 3 




OCH 3 
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• I. 

T L C. : R f 0,52 H^^= 2 : .1 ) , ; 

NM R (300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H),- 6.88 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1,,2/7Hz, iH), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (ni, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, IH), 0.63 (m, 2H), 0.36 (m, 
5 2H) 0 '- ' . 

1 

rnmn, (2, 7 n 

8- (N- (2-'> f^^n^yk) -N- {2-y^=-)V) TZJ) -2- 
^^Vl^-3- (,2->f/l/-4-^ b^r^7z?;l/) -5, 7-v>tKn- 
10 7D [3, , 4-,d} k'^/o [1, 5- a] fc° U 5 v> ^ • ±£g£i£ 




OCH 3 



T L C : R f 0.29 (^f- V : |£l£^^vk= 2:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, IH), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.1, 2.4Hz, IH), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H) 0 

mtm\2 (272) 

8- (N- ( 2 - h 3->^A-) -N- {2 -7*J-=-)V) T%J) -2- 
fT-As— 3- (2-^nD-4-^K^7i^) -5, 
20 7D [3, 4-d] t'yy'n [1, 5-a] \?V 



256 
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OCH 3 



I 

I 

T L C : R f, 0.39 i^&W : ffl&^J-;V= 2:1) ; 
NMR(300MHz,' CDC1 3 ) : 6 7,28 (d : J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H)' 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) D 

1 • , ■ 

1 1 

mm2 (2 7.3) 

8- (N- f 2-* Y^-i/^jV) -N- (2-y^-/W TKS) -2- 
,(2-^00-4-^ h^ : >7x^) -6, 7-v>tKn-. 
10 5H-^d^ [d] k°7yn [1, 5-a] fc° U ^ v?^ • 




OCH3 

T L C : R f 0.44 (^=¥1^ : g^r^V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
1 5 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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' 7.2Hz, 2H) 5 1.86 (t, J = 2.4Hz, 3H) C 

mmm2 (274) 

8- (N-T'nkVi'- N- ( 5 -p< 7 2 — f /k) ^W^') 

5, '-2-^^-3- (2 -fv u- 4-> h^i/^^/l/) -6, 7-i/f, 
Kp-5H-^p^ [d] k°y^P [1, 5 — a J k°!iv^y 




0CH3 



T L C : R f 0.53 (^^fy : Si^f ^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J - 2.7Hz, 1H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (in, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

mifcm 2 (275) 

15 8- (N-^^vv^-N-v-^ fc°A-X 5; /) -2 - ^ =f)V- 3 - (2 

p d- 4 \.*^7x-~)V) -6, 7-i?tFB-5H-^B^ 
* [d] [1, 5- a] fcTJJ 
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OCH 3 



T L C : R f 0.49 i^-fy : jBHaifvi"* 2 : 1 ) ; 
NM R (300MHz, CDCI3) : 5 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s, 3H)„ 3.70 - 3.32! (m, 2H), 3.12 (m, 2H), 2.96 (m,. 1H), 2.37 (s, 3H), 2.21 (m, 
2H), 1.20- 0:'92 (m,4H) 0 

mm]2 (276) 

8- (N-^^^P-N-V^ d/o tVUT^ 7) -2-^=^-3- (2 
10 -^OD-4-n^7x-;V) - 5, 7-i?tKo-7D [3, 4-d] 

t°7^p [i, 5- a] t°v ■ m.mi& 




OCH3 
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TLC : Rf 0.42 (^rf-V : %£^x.?-jU= 2:1) 



NMR(300MHz, CDC1 3 ) : 6 7.32 (id, J = 8.4Hz, 1H), 7.30- 7.26 (m, 3H) ; 7.15 - 



7.09 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 
, 5 4 H)<= 

mm 2 (277) , 

8- (N--<>vvU- N-i/f u-fu \£)VT ^ /) -2-*^/V-3- (2 
f^^7x^V) -5, 7-v ; tFP-7a [3, 4-d] 

! 

io t°7^c2 [l, 5-a] w - m&tm. 



T L C : R f 0.40 i^-fy : H^ol=Fvp= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H) ; 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) B 

IM 2 (2 7 8) 




OCH 3 




260 



WO 02/053565 



PCT/JP0]/1158] 



5 T L C : R f 0.30 {^^y.: ffi^^/u= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, l.H), 6.94 
(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 
2H) C 

10 

MM®! 2 (2 7 9) 



8- (N—>^ P7°d Wf^-N- (2 -pi Y^ty^jv) 7$y) - 
2-^^-3- (2-? h*^7*~;u) -6, 

D-5H-^P^y;!' [d] \?7V*U [1, 5- a ] fc° y 5 v> > • il^ife 



2 - p< J-jV— 3 - (2-^po-4-^KWi^) -5, 7-ixt K 
p-^n [3, 4-d] t°7^n [i, 5-a] V 9 • 




• HCI 



OCH 3 





15 



OCH3 
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TLC : R.f 033 ^*"f t U : gfc$^^vV'= 2 ; 
NMR(3bOjVlHi, CDCI3) : 5 7.34 (d, J = 8.4Hz, 1H)j 7!08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4,1,2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, j = 7,2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1 .09 (m, 1H), 0.65 (m- 213), 0.3 1 (m, 2H) C 

I 

(2 8 0) 

8- (3-^>^;UTk /) -2-^^1—3- (2-^dd-4-7"d^ 

I 

i 

y^=.jv) -6/.7-^tKP-5H-^n^ [d] t'yy'n [1, 
10 5- a] t°'!J 




Br 



T L C : R f 0.61 (^F-iJ-y : @^c^w= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.65 (d, J = 2.1Hz, 1H), 7.44 (dd, J = 2.1, 8.1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz,6H) 0 

H»>) 2 (281) 

8- -2-^^/U- 3 - (2, 5-> ; ^dd-4- 

20 ^ fdfi/7x^;u) -6, 7-^kKn-5H-^n^ [d] t° 7 y* 
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OCH 3 



TLC : R f 0,65 >(^^-f> : ffl&x.<?->\,= 2' : l) ; 
NMR(30QMHz, CDC1 3 ) : 5 7.40 (s, 1H), 7.06.(s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J - 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m 9 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) Q 

(2 8 2) 



8- -2-^^-3- (2, 5-^dp-4- 

10 ^ KV7i=W -5, 7-^kKo-7n [3, 4-d] \??y*u [1, 
5 -a] t°y 5 i?> 





OCH3 



T L C : R f 0.61 : g|flfcn?7V= 2:1) ; 
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NM R (300MHz, CDCI3): 6 7.39 (s, 1H), 7.07 (s, 1H), 6.34 (brd, J = 10.5Hz, 1H),, 

1 

5.29 (m, 2H), 4.93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H), 2.36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02(t,J = 7.2Hz, 6H) C 

5 . HMffi] 2 (2 8 3) ' ' •, 

8- (N-i/^ o/d tVV-N- (4-V7/7i^) ^/t^T^/) - 
2-^^-3- (2-^nn-4-^ h^-i/^ni-/^) -5, 7-v>fcK, 
a-7n [3, 4 - d]' t°7 x /p ■[' 1 , 5 - a ] fcTJJ 5 v>> • 




OCH3 



10 TLC : Rf 0.26 : @^rc^^= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) 0 

15 nmm 2 (2 8 4) 

8- (n-v^ dt°p t>-N- (4-iyTy y^r^y) - 

2-^5vW-3- (2-^^-4-^ -5, 7-v f kK 

[3, 4-d] t°7>/n [l, 5-a] If !J $ • 
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CN 




OCH 3 



TLC : R f 0.24 : ifxf ;l/= 2 : l) ; 

, NMR(300MHz, CDC1 3 ) : 6 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
5 (m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m, 4H) 0 



[d] fyy'o [l, 5 -a] 




OCH3 



ij 2 (2 8 5) 



8- c Jy^/UT 5 J ~ 2 -/f-jU- 3 - (2 - 
10 )V) -6, 7-i?tKn-5H-^n^ 



265 
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' 1, 



T L C : R f .0.66, (^f-V : 2:1) ; , 

NM R(3O0MH«, CDC1 3 ) : 5 7.35 (d, 3 - 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2,1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
5 J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz,6H) 0 '•• ' . 

I 

.1 

mmw2 (.2 8.6) 

/1-) -5, 7-v?tKD-7o'[.3, 4-d] k°7^n U, 5- a] t° y 




OCH 3 



T L C : R f 0.63 (^-^>- : gt^^-^= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 5 7.11 (d, J= 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5:43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
15 3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H), 1.00 (t, J = 
7.5Hz, 6H) 0 



i) 2 (2 8 7) 



8 -If* (2-^ h*is^M 7^-2-^ J-jV— 3 — 
20 4-^ h^riX^^^/V') -6, 7-v>t Kp-5H-^d^ [d] t° 
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JVu [i, 5 -a] k'H^y-«I 




OCH 3 



T L C : R f 0.26 : g^ac?vV= 2:1) ; 

1 

NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 9.0Hz, 1H), 7.08 (d J - 2.7Hz, 1H), 6.96 



5 (dd, J = 9.0, 2.7Hz, 1H), 4.15 (nv 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 



1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 



7.2Hz, 2H) 0 
MM®! 2 (2 8 8) 

10 8- (N-if/U-N-^B^B \?)V**}-)VT%J) -2-^^-3- 
(2-^BU-4-nWxS^) -5, 7-^tFP-7P [3, 4 
-d] k"7y'B [1, 5 -a] t°JJ ^ • 



T L C : R f 0.49 (^i^ : ffl&^!V= 2:1); 
15 NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 

267 




OCH3 



WO 02/053565 \.' PCT/JPOJ/1 1581 

• i, 

(m, 1H), 5.28 (sj'2H), 5.11 (s, 2H), 3'.84.(s, 3H);'3.S1 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1.33. (s^If); l.G9<m, 1H), 0.60 (m, 2H),'0.24 (m, 2H) C 

i , * 

. • • i 
m&M 2 (2 8 9) ■ ■, • 

5 8- (N-xff-N-^^ n tV^ / ) -2-^^-3- 

(2-^f;l/-'4-^ F#^7i^) -5, Kn-7P [3, 4 

-d] fyy'n [1, 5-a] fcfJJ 5^ -41^41 

i • 




OCH 3 



TLC :Rf 0.50 : Hi^f ^=2 :1) ; 

10 NMR(300MHz, CDC1 3 ): 6 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) 0 

H»J 2 (2 9 0) 

15 8- (N-^/l— N-U? P/n /) - 2 - ^ f-jU— 3 - 

(2-^pd-4-t< h^i/ya.—A') -6, 7 -5>fc Kp - 5 H-i/? a 
^>-* [d] fc'yya [l, 5-a] h c ]) * ^> • 
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I 

I 



T L C : R f 0.51 '(^1^ : i^xf;i/= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J =7.2Hz./2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = '7.5Hz, 4H), 2.36 (s, 3H), 2. 16 (q uint, J = 7.5Hz, 2H), 1 .23 (t, J = 7.2Hz, 
3H), 1.03 (m, lH), 0.50 (m,2H), 0.15 (m, 2H) 0 ' 

mmw2 (2 9i) 

8- (N-^^ P^okVl^-N- (4-^Ty 7t^) ^w^y) - 
10 3- (2-^pp-4-^ h*i/7^~M -6, 

d-5H-^d^ [d] b°7^/n [1, 5-a] t°y^v>V-m^ 



CN 




OCH 3 



269 



WO 02/053565 



PCT/JP01/11581 



TLC : R f 0.29 i^f-y :.H&J.fvU= 2 : l) 



NMR (300MHz, DMSO-d 6 ) : 8 7.83 - 7.76 (m, 2H), 7.54 -7.48 (m, 2H), 7.30 (dd, J 



= 8.7, 1.2Hz, 1H), 7.16 (m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s„3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 
■5 2H) 0 

Hjfcflfl 2 (2 9 2). 

7) -2-^^-3- (2-)np-4-^^7i^) -6, 7- 
10 ytFn-5H-y^^ [ d ] fc°^/p [l, 5-a] fcT!)$$?y. 



TLC : R f 0.37 (^-fy : |»x?vV= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1 .02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H)„ 



CN 




OCH 3 
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i 

i, - 
i 

i * 

(29.3) , < , •. , ,' ■ : 

/) 3- '(2-^pd-4-^ h^i^a^/l') 45, 7- 

^tKo-?n [& f 4-d] [1, 5 -a] 5 ^ • 



CN " 




TLC : Rf 0.21 . : ^St^lf-jV- 2. : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0.18 - 0.10 (m, 2H% 



mmm 2 (294) 

/) -2-^^-3- (2 -^fvl/-4-^ b^v-7oi-;U) -5, 7 - 
15 C?kKo-7D [3, 4-d] fc^/n [l, 5 -a] t°]J v^-MI 
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CN 




T'LC : R f 0.37 i^^y ■-Bm^^= 2 : 1) ;' 
NMR(300MHz, CDC1 3 ) : 8 7,66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2. 1 8 (s, 3H), 1 .02 (m, 1H), 0.60 - 0.52 (m, 2H), 0. 12 - 0.06 (m, 2H) C 

mmm 2 (295) 

8- (N-:/Pt 0 A— N- 3 ?3-;UT^J) -2- 

10 7<^vV-3- (2-^PO-4-n^fv'7x-/k) -5, 
7n [3, 4-d] t'7/0 [1, 5 -a] t'll^v 5 ^ 



272 
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I, 




OCH 3 



TLC:Rf 0.48 \^2f"? s s : B^^>^=2' : .1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90>(t, J = 7;5Hz, 3H) C 

mmm2 (2 9 &) 

10 ;) - 2-^f/V-3- (2-^np-4-^ KiX7i^) -5, 7- 
^Fn-7D [3, 4-dl t'^y'n [l, 5-a] t°y$v^ 




OCH 3 
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T L C : R f 0.50 (^^ri^>- : gB&r^vl^ 2:1) 



NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H); 6.90 



(dd, J = 2.4, 8.7Hz ; 1H), 6.66 (d, J = 3.3Hz, 1H) ; 6.56 (m, ,1H), 5.02 - 5.17 (m, 4H), • 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42. (s, 3H) 5 1.64 (m, 2H), 



5 0.92 (t, J = 7.5Hz, 3H) C 

mmm 2 (297) , 

8- (N-7^-N-^P/a tVV^^l^TS; /) -2-;*fvU-3- 
(2-^pd-4-^^7x^) -6, 7-v>t Kp- 5H-->^ p 



T L C : R f 0.61 (•^^rif> : H^n^/U= 2:1) ; 
NMR(300MHz, CDC1 5 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd ; J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H) C 

mtm 2 (298) 



20 8- (N-^^vl—N--^ n/o tVMfvUTS; J) -2-*f-jls-3- 



10 s<ls$ [d] t"r/a [1, 5 -a] *V > mg&&. 




OCH3 




274 



WO 02/053565 



PCT/JP01/11581 



(2-? p d-4 Y*ciy7*~;u) - 5, 7-^kKo-7P [3, 4' 

-d] t o y>/p [i, 5- a] - mm 



5 NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, 3 = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s, 3H), 1 .70 (quint, J = 7.2Hz, 2H), 1 .39 (sixt, J = 7.2Hz, 2H), 1. 10 (m, "' 
1H), 0.96 (t, J - 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) C 

10 HjfeflU 2 (2 9 9) 

8- (N-^f^-N-^P^o Wf^75;) - 2-^fvW- 3- 
(2-^f;U-4-^ f^^7x-/I/) -5, 7-^tKo-7o [3, 4 

-dj h°7^p [i, 5 -a] -&mm. 




OCH 3 



TIC : R f 0.40 : ^^pu^jv= 2 : l) 




OCH 3 



15 T L C : R f 0.45 (^f-> : H^5vl^= 2:1) 
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i, 

NMR(300MHz,' ,CDC1 3 ) : 5 7,!l5 (d, J, = 8.7Hz, 1H), ,6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 24Bz, lH),'5.25.(s, 2H), 5.13 (s,'2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) 0 ' 

1 I 

i » 

.! ' * 1 

i ' 

HMl2 (3 0 0) 

8- (N-^nfcV^-N- {firy^y- ^^T$/) -2- 

i 

^^-3- (2'-^^/W-4-7« h^r^^^^/V) - 5, 7-i^tKn- 
70 [3, 4-'d] £'7Vu [l, 5-a] t°y^v^ 




T L C : R f 0.48 : i^^^^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H) : 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
15 (s, 3H), 2.19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) C 

H»J 2 (301) 

8- (N-7°n tVl^-N- ( 5 =j-)V^-Jr7 ^y- 2 -^) ^fvl'TS 
7) -2-^^-3- (2-^f;l/-4-^f^ri/7i^) -5, 7- 

276 
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■ I, 

t ( 

$?fc Kn-7Ri[-3, (| 4- d]. t'yy'n; [l, ,5- a;] t'U^v^y 




TLC : R f 0.47 (^^i^^ : ^^zcf-ju= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, 8,>4Hz, 1H), 6.65 (d, J - 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2i 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J » 7.5Hz, 3H) 0 

gUjgl 2 (3 0 2) 

10 8- (3-^^/VT$y) -2-^^-3- (2-^on-4-x h 
v^^7^7K^^7i^/W) -6, 7-5?tKn-5H-^n^ [d] fc° 

7/n [1, 5 -a] \?y -mftfe. 



211 
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! 




i ' 

T L C : R f 0.56 (^^"fy : §^SSt^f-/U— 2:1) ; 
NMR(300MHz, CDCI3) : 5 S.21 (d, J = 1.5Hz, 1H), 8.08 (dd,' J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = lO.SHz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 • 1H), 3.34 - 3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - . 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) C 

mmm 2 003) 

8- (N-^n hVl^-N- (2-7/^0 7x^1/) ^f^75/) - 2 - 
10 (2-^DP-4-n^77i-^) -6, 7-i^tKP- 

5H-^n^ [d] t°^y f n [l, 5 -a] t'Dv^-Iit 




OCH 3 
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T L C : R f 0.52 • g£g£^^vV= 2:1) 



NMR(300MHz, CDC1 3 ) : 8 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H) 5 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), ' 
1.75 (m, 2H), 0.94 (m, 3H) 0 

'5 

mmm 2 004) 

8- (N-^n tVW--N- (2-7/Vto7i^) ^/VT^y) -2- 
^^-3- (2-^nD-'4-^^V7i^) -5, '7-i?fcKo- 
7P [3, 4-d] [1, 5-a] k°>} $ -.i^:^ 



T L C : R f 0.45 : ^^f-/U= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) 0 

15 

MtfcM 2 (3 0 5) 

8- (N-^PfcVP-N- (2-7/^071^) ^W^) -2- 
^^-3- (2-^f^-4-^ h^v^7i-^) -5, 7-i?tKni- 




10 



OCH 3 



279 



WO 02/(153565 • PCT/JP01/H58] 

\ 

I 

I. 

I 

, I • I ■ ' 




QCH3 



TLC : R f, 0.55 : Bffift* ^^=2 : 1) ; 

NM R (300MHz, CDCI3) : 8 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
5 6.96 (m, 3H)> 6.88 (d, J - 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), S02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz,. 2H), 0.92 (t, J = 7.2Hz, 3H) 0| 

MMM 2 (3 0 6) 

10 8- (N-yatVl^-N- (5 -^f-;Vj-^y 7V) ^ = f~?VT 5 

/) -2-^^-/^-3- (2-i?no-4-^ h^f^x-^) -6, 7- 
v?tKn-5H-^n^ [d] fc 0 ^y*n [l, 5- a] 
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OCH 3 



T L C : R f 0.57 : @^in^;V= 2:1) j 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J - 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1 .61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) C 

1 

mmm2 007) 

8- (N-T'ntV^-N- {jf-iry^y- 3 — f/iO ^TyUTSyO -2- 
10 (2-^no-4-> -6, 7-i?tKn- 

5H-^o^ [d] t°r/o [1, 5- a] b o y^v^ 




OCH 3 
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TLC : Rf <<.53 (^fyi: iixf ^= 3. : l) ; 
NMR(300M^,- CDC1 3 ) : 6 7.32 (d, J = 8.7Hz, 1H), 7..25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, lH)/4.95 (dd, J,= 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), 
4.85 (s, 2H), 3.84 (s, 3H),. 3.39 (m, 2H), 2.90 (t, J =r 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s, 3H),,2.07 (m, 2H), 1.60 (m, 2H),, 0,89 (t, J = 7.2Hz, 3H) 0 

I 

H»!) 2 (3 0 8) 

8- (N-^f-^-N-^n tVl^T ^ 7 ) -2-^^-3- 
-4-^ Y*i>7^~/1>) -6, 7-i/t Kn-5H-^o^y^ [d] 
10 t°7y*n [1, 5-a], fc°y $ v>C 




OCH, 



T L C : R f 0.58 {^^^ : @^zcfvW= 2:1) ; 
NMR (300MHz, CDCJ 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) D 

mmm 2 009) 

8- (N-^f-yu-N-^a tV^T ^ / ) -2-^^-3- (2-^^ 
20 Y**yy -5, 7-i^tF0-7n [3, 4-d] t c y y* 
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P [1, 5-t- aD S^t/'. , 




OCH 3 



1 I 



T L C : R f 0.55 X^-f> i I£@£ol^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
5 (dd, J = 8.7,: 2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 6.93 (t, J = 7.2Hz, 3H) C 



mmm2 (310) 

10 8- (N-if;>-N-7 p n tVUTS: J) -2-^^-3- (2-^np 
-4-^ :f *i/7x.~;V) -5, 7-^fcKD-7n [3, 4-d] 

n [1, 5 -a] try 




OCH, 



T L C : R f 0.51 (^l^ : g^a^/i^ 2:1); 
15 NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J « 8.7Hz, 1H), 7.06 (d, J - 2.7Hz, 1H), 6.89 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, . 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J - 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H) D 

■ r 

I 

,5 mmm 2 011) 

8- {Z—<ls3-jV7%;) -2-^^-3- (2-^PD-4-*;^ 
^^•^7x^/1/) -6, 7-^kFn-5H-^n^ [d] tf^/p 
[1, 5-a] fc°y ^v>^ 



10 TLC : Rf 0.53 (tlb^f V> : i^f^= 1 0 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J - 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H) 0 

15 

MI2 (3 1 2) 

8- (3— <ls*f-JV7% S) -2-^f"/^-3- (2-*nn-4- (N- 
^^l/*yW<*^/U) -6, 7-i?tKn-5H-^P^ 

[d] t e 7yn [l, 5-a] ey^v 
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T L C : R f 0.55 {1M.it ^ ^> : 10:1); 
NMR(300MHz, CDC1 3 ) : 5 , 7.89 (d, J = 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H),' 
7.45 (d, J = 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J = 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), .2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1.82 - 1.55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

mmm 2 (313) 

8- (3-^^^T^y) -2-f?jV- 3 - (2-^nn-4- (N, 
10 N-v^^/i^/W^-Y )V) 7ol=.)V) -6, 7-i?kKp-5H-'^o 

[d] e°7 N /p [i, 5 -a] t°y v^y • 




I 
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i. 

T L C : R f 0.65 fyv : gfefcifvl/^ ,10,: l) ; 

NMR(300MHz; CDC1 3 ) : 6 7.56 (d, J = 1.5Hz, 1H),.7.46 (d, J = 7.8Hz, 1H) S 7.36 
(dd, J = 7.8„ i t 5Hz 3 ffl)'" 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3,.Cj2 (m, 8H)1 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J = 7.5Hz;6H)o ... ' • ' 1 . 

mm\2 oi4) 

8- (3-^^75/) -2-^^/U-3- (2, 6 - 
^ V^F-'^ai^/u) -5, 7-^tFn-7o [3, 4-d] \fy9x2 [i, 

io 5- a] try ^ t?> . 




och 3 



T L C : R f 0.29 (^^^ : 11^^/1-= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 6.69 (s ; 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H) 0 

mmm 2 (315) 

8- (N-^A—N- (4-7;^D7x^) ^W^7) -2-^ 
fvW-3- (2-^^-4-^ b^v'7^^/W) -5, 7-^kKn-7 
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T LC : R f 0.49 {^*-f> : gfcg£:n^vW= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J =? 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H) C 

mmmz o 1 6) 

10 8- (N-^5vU-N- (4-7^tD7i^W) t^J^T 5 7) -2-^ 
(2-^np-4-^ F^7x^/V) -6, Fd-5 
H-i/^o-O-^ [d] fy^n [1, 5 -a] t°!l^v ; V 
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TLC : Ri 0.42 (^*t^ : ft»xf ;l«= 2 : 1) ;'' 
NMR(300MHz, CDC1 3 ) : 8 7,32 (d, J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s 3 
3H), 2. 16 - 1 .98 (m, 2H), 1 .1 8 (t, J = 7.2Hz, 3H) C 

mm\2 oi7) 

8- (N-oc^vV-N- (4-7;l/tn7i=/V) ^fvVT 5: /) - 2 
10 (2-^nn-4-n^7i^) -5, 7-'^kKn-7 

p [3, 4-d] t°yy~P [l, 5- a] 
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I, 
i 




TLC : R f 0.46 (^4^^ : iixf^=2 : l) ; 
NMR(300MHz, CDG1 3 ) : 8 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H) 5 , 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6 f 94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), '3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz,3H) 0 ' , 

mmm2 (3i 8) 

8- (3-^yf/P75;) -2-^^-3- (2-^00-4, 
10 t« h^v-y^^W -6, 7-i/tKo-5H-^o^ [d] t°7 N / 
P [1, 5 -a] t°y 
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T'LC : R f 0.26 (^^rif> : B»3i^/U= 2 : 1) ; 

i 

NMR(300MHz, CDC1 3 ) : 6 6.67 (d,'J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, IH), 6.23 
(d, J = 10.8Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.0? (m, 2H), 2.90 (m, 1 
2H), 2.25 (s, 3H), 2.13 (m, 2H), 1,52 . ,1.80 (m, 4H), 1.02 (t, J = 7.2Hz, 3H), L01 (t, 
5 . J = 7.2Hz,3H) 0 

mmm 2 (319) , 

8- J) -2-^^-3- (2-^0-4, 6-i> 

^ Y*i/yaL~A') -5, 7-^kKn-7P [3, 4-d] fc^/p [1, 
10 5- a] t°.y 5 v>> 



T L C : R f 0.22 (-^1^ : Jgm^f-/U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) C 

MtfeM 2 (3 2 0) 

8- -2-^^/V-3- (2-^np-4-7?y 




OCH 3 
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7^~As) -6, 7-^tFn-5H-^D^ Cd].t°7yq [1, • 
5-.a] t°y ^ <?v 



T L C : R f 0.22 : Rlfcc77V= 1:1); 

5 NMR(300MHz s CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.82 (d. J = 2.1Hz, 1H), 6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3'.03 (m, "' 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J = 7.5Hz, 6H) 0 

io mmm 2 021) 

8- ( 4 -^y°f-^T 5: J ) -2-^^/V-3- (2-^^-4-^ b^r 
S^a^A-) -5, 7-^Kp-7D [3, 4-d] t°7/n [l, 5- 
a] k°y ^ i?^ 
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.1 ! 

TLC : R f 0.48 : 2 : l) ; 

NMRpOOMHz; GDC1 3 ) : 5 7.15 (d, J = 8.7Hz, 1H), 6.86 (d, J - 2.7Hz, 1H), 6.79 
(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
5 3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 P 1.38 (m, SH), 0.95 (t, J = 7.2Hz, 
6H) C 

i . i 

* "' '. 
gMM-g_C3 2 2.) 

8- (3-^y^;k7^y) -2-^^-3- (2-^dd-4-^/I/ 
10 T^jy^=-jV) -6, 7-^.tKo-5H-^P^ [d] t°yy*n 
[1, 5-a] tlv^ 




TLC : R f 0.45 (^H"^ : @^j^/l/= 1 : l) ; 
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' ■ I, 

i , 

i i ! 

NMR(300MHz,'. CDC1 3 ) : Si 7.18 (d, J - 8.4Hz, 1H), 6.73 (d, J - 2.4Hz, 1H), 6.56 
(dd, J = 8.4,'2MHz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 -2.«0 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2,20 - 2.05 (m, 2H),|1.80 - 1.50 
(m, 4H), 1 .0 1 (t, J - 7.2Hz, 6H) 0 

i . 

I . 1 

Hjfefllj2 (3 2-3) 

8- o-^y^/vr y) -2-^^-3- (2-*/^;/v-4-n 

^ri/7s^;V) -6,, Kn-5H-^o^ [d] fc^y'n [1, 

5- a] t°U 




OCH 3 



T L C : R f 0.26 (^^^ : B^^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

mtMM 2 (3 2 4) 

8- (S-^^T?/) -2-p<^-3- (2-v-Ty-4-y 
i/7i=^) -6, 7-S?tKn-5H-^n^ [d] t°7^n [1, 
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5 -a] try * i. 




och 3 



T L C : R f 0.54 : @^^^= 1 : 1) } 

NMR(300MHz : CDC1 3 ) : 5 ' 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
5 ' (dd, J = 9.0, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09 (t, J - 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1.80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

HflSM 2 (3 2 5) 

10 8- (3— "tyW5 /) -2-^f-yk-3- (2-xf^-4-^^ 
i/7i=/k) -6, 7-^tFo-5H-^P^ [d] fc e 7i/p [l, 
5 -a] t'V 




OCH 3 
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T L C : R f 0.30 {^-fls : 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total' 
4H, 3.08 (t, J = 7.2Hz, 2H), 2:88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2.13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (m, 4H), 1.10 -0.98 (m, 9H)„ 

Hi 2 (3 2 6) • 

8- y) -3- (2-^Dn-4-n^fV7s=;l/) 

-6, 7-i?tKo-5H-^P^ [d] t^y'P [1, 5-a] t° 

10 y^i»-«^ 




OCH 3 



T L C : R f 0.51 (^iJ-y : H^cfvw= 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 6 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1 .60 (m, 4H), 1.60- 1 .35 (m, 4H), 0.99 ( t, J = 7.5Hz, 6H) 0 

jil i] 2 (3 2 7) 

8- (N, N-v^p t°/V7^ /) -3- (2-^no-4-^ b^7i 
-/1-) -6, 7-^tKP-5H-t/^D^ [d] [ 1 , 5- 
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» 1 

i, 

i 

a] t'H^', ■ ' 




T L C : R f 0:54 t^f-^ : f^ccfvW= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.32 (s, 1H), ?.7S (d, J = 8.7Hz, 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz ; 1H), 3.83 (s, 3H), 3.57 (ra, 4H), 2.97 (m, 4H), 
2. 1 7 (m, 2H), 1.66 - 1.50 (m, 4H), 0. 88 (t, J = 7.5Hz^ 6H) D 

• I i ■ ■ ■ 

H»!l2 (3^28) 

8- (N, N- r v J 7 P tf tVWT^y) -'3- (2-^np-4-^f^>7i 
10 -5, 7-v f tKn-7n [3, 4-d] [l, 5- a] t° 




OCH 3 



T L C : R f 0.58 (^f-^ : @^oc^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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i 

3.57 (t, J = 7.5Hz, 4H), 1.72 - 1 .46 (m, 4H), 0.90 (t, J = 7.2Hz, 6H) D 

mmw2 (329) 

8- (N— i/# oT'o fcVl^fvW-N-^P \£jVT % /) -3- (|2-*n 
■5- n-4-7< h ^7*=/l/) -5, 7-^tKP-7B [3, 4-d] t*7 

yp [i, 5 - aj try ^v>>- 




och 3 

T L C : R f 0.60 : : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) C 

mmm2 (330) 

15 8- (N-^V^-N-i/^ ^)V^^)VT% J) -3- (2-^n 

n-4-n^7i^;V) -5, 7-^Kp-7d [3, 4-d] If 7 
^/P [1, 5 -a] fc'JJ ^ 
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I 



T L C : R f 0.52 X^-fy : 0^^)p= 2:,l) ; 
NMR (300MHz; CDC1 3 ) : 5 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (d'd, J = 8.4 S 2:7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1 .04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16-0.04 (ra,2H)„ 

! 

mmm2 ( 331) 

10 y) -3- (2-^Dn-4-^F^7j-^) -5, 7-^tKd-^ 
n [3, 4-d] k°7 s /D [1, 5- a] t°y^v> 
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T L C : R f 0/56 : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.42 (s, lH), 7.75 (d s J = 8.4Hz, 1H), 7.19 (d, J = 
7.8Hz, 2H), 7. 13 (d, J = 7.8Hz, 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s,»SH); 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) 0 

mmw2 (3 3 2) 

8- (N-^ntVl— N- T^S) - 3- (2-^up- 

10 A-jtY*-S73L~;V) -5, 7-i?tKo-7o [3, 4-d] fy^/n 
[1, 5 -a] t°y 




OCH 3 
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T L C : R f 0.41 (^i^V : jv= 2 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 8.37 (s 3 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J =' 
2.4Hz, 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 

l 

,5 0.98 (t, J = 7.2Hz, 3H) 0 
M&M2 (3 3 3) , 

8- ^ J) -2-^5^-3- 

-4-* h*i/7*.~ ;V) -6, 7 -i?t Kp- 5 H-v"^ n^<>^ [d] 



T L C : R f 0.26 (^^ifV : ftiJai^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ): 5 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

mmm2 o 3 4) 



8- (N-:/^-N-v-^ p7"d \?j\,}?-)VT% J) -3- 



10 t^/n [l, 5- a] t'y^v^-ifJ^H 




OCH3 
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i 

-4-* V*i/7*~}V) -5 4 , 7-i^fc Ko-7o [3, 

d [i, 5- a] try * i?y 




0CH3 



TLC : R f 0.45 : @^o_^/W= 2:1); 

5 NMR(300MHz, CDC1 3 ) : 5 8,37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) D 

10 mmm2 (3 3 5) 

8- -3- (2 a ols-jV) 

-5, 7-^tKn-7o [3, 4 - d ] [l, 5 -a] t'U^i/ 




OCH 3 
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! 

t 

■ I, 

T L C : R f 0.57 (^r"fr V ': JSm^/u^ 2:1) ; 
NMR(300MHz 5 CbCl'j) : 5 8.32 (s,.lH), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), ,6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3,83 (s, 3H), 3.28 (m, 1H), 1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) C 

i 

i . 

.1 ' ' 

I • 

Hftfcff'J 2 (3 3 6) 

8- (N-^D/ntVMf;WN- (4-7;l/to7i-;l/) '^f-JUT 
K/) -3- (2-^dd-4-^ bdrixyoi^yv) -5, 7-i?kKo- 
7n [3, 4-'d] ,k°7/P'[l, 5 -a,] t^v^y 




T L C : R f 0.41 (^l^ : lf^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
15 0.16- 0.02 (m,2H) D 

UtEffJ 2 (3 3 7) 

8- (N-v^ nr/nf/V-N- (2-7;^D7x^) ;*9vU7^/) 
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i, 

i 

-2-/ <?)V- '8 — (2-^d-4 h *;sy ap—tV) - 6 , 7 -5?fc 

[d] ty/p [1, 5-a] t^v^ 

1 i 




OCH 3 



T L C : R f 0:41 ( : @^ggai^/l^= 10:1) ; 

5 NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7.13 - 6.97 (m, 
3H), 7.06 (d; J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s, 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H) 0 

10 Hjjlffil 2 (3 3 8) 

8- (N-^P7 , nWf/l'-N- (2-7Md7x-;H ff-JVT 
^ 7) -2-^^-3- (2-^nn-4-n^7x^) -6, 7 
-^tKD-5H-^P^ [d] f^/o [1, 5-a] 
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OCH 3 



T L C : R f 0.49 ( : W&^^= 10:1) ; , 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
. = 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, 3 = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 
(m, 1 H), 0.48 (m, 2H), 0. 1 0 (m, 2H) 0 

1 

• 1 1 

» 

HjjffiJ 2 (3 3 9) 



8- (N-t/^n^PtVMf^-N-^otVPT^y) -3- 
10 Y^ri/y^-JV) -6, 7-^kKn-5H-^n^ [d] 

t 5 7y'D [i, 5- a] t-y 





OCH : 



TLC : R f 0.76 i^-fy : ffl^?vV= 2:1) 
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NMR(300MHz ; 'CD.CI3) : 8' 8.32 (s, 1H), 7.78 (d, J =, 8.7Hz, 1H), 7.03 (d, J = 
2.7Hz 3 1H), (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), '3.06 r 2.90 (m, 4H), 2:26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 
1H), 0.90 (t, J = 7.2Hz, 3H), 0 ; 52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) D 



5 



mmm2 (3 4d> 



8- (N^^'D tVW-N- {A-^^-jVy ol-jV) /W^y) -3 - (2 



T L C : R f 0.61 (^V^ : |^a:fyk= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.79 (d, J - 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
15 2.20 - 2.04 (m, 2H), 1.66 - 1.46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) D 

mmm 2 (341) 



8- (N-^^vv^-N-v^P^nfcVMfv^T^/) -3- (2-^n 
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9 [d] k7y'D [i, 5 -a] Kvz&y 




OCH 3 
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P-4-n^7i^I/) -6., y-v't Kd-5H-^d^ [d], 
t c yy*P [l, 5 -a] fc°y^W 




' T L C : R f 0.67 (-^^1^-^ : IM^^= 2 : 1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 8.38 (s s 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7d8 (m, ■ 
5H), 7.05 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3.H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 (t, J - 7.8Hz; 2H), 2.22 - 2.06 
(m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H)„ 

10 mm\ 2 (3 4 2) 

7) -3- (2-^dd-4-^ b^7x^;l/) -6, 7-v>tKn-5 

h-^p^ [d] t°7y*p [i, 5- a] t-y^v 5 ^ 
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CH 3 




TLC : R f 0.71 i^-fy : ^cx^/U= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.79 (d, J = 8.4Hz, 1H), 7.20 (d, J = 
8.1Hz, 2H), 7.11 (d, J = 8.1Hz, 2H), 7.05 (d, J= 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H), 1.02 (m,. 1H), 0.54 - 0.42 (m, 
2H), 0.14- 0.02 (m,2H) 0 

mmm 2 (343) 

10 8- (N-7°n tVV-N- (4 -7/^o7x^) ^fVl'T^/) -3- 
(2-^ p p- 4 b^^^^-y^) -6, 7-i/tKP-5H-y^n 
[d] t 0 7 N /n Cl, 5- a] t°y^v>^ 
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!, 

i 




OCH 3 



T L C : R f 0.54. : fffl&t^f-j^ 2 : 1 ) ; 

NMR(300MHz,CDCl 3 ) : 8 8.37, (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.78 

5 (s, 2H), 3.83 '(s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 

& ' '' ' 

2H), 2.20 - 2..04 (m,' 2H), 1.66- 1 .48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

' 1 
• ' ■ 1 

mmm2 044) 

10 =^)V) -6, 7-i/tKo-5H-^n^ [d] t'^y'n [l, 5- 

a] t°y 5 
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• I, 

I 

TLG : R f 0)58 ,(^^1^^ : IM^^=2 ; 
NMR(30oi$tiz, CDC1 3( ) : 5 8.28 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H),''6:91 (dd 5 J= 8.7, 2.4Hz, 1H), 6.42 (d, J= 9.6Hz, 1H), 3.82 (k, 3H) 5 3.44 
(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1.20 - 1.06 (m„ 
5 2H), 0.68 - 0«48 (m, 4H), 0.48 - 0.34 (m, 4H)' a 

- ' t 
I 

lli 2' (3 4 5). 

8- (4-^>7°f-/V7 5 7) -3- (2-^nn-4-^ h^^7x-;W) 

i 

-5, 7-^t'Kd-7P [3, 4-d]^b°^y ( P [l, 5-a] k° y 5 i? 
10 V 1 




OCH 3 

TLC : R f 0.54 {^^rV : g^^^= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J - 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J - 7.2Hz, 6H)„ 

mmm 2 (34 6) 

8- (N-^PtVU—N- (4 -7^:7^-/^) ^f-yur^y) -3- (2 
-^pp-4-p< h^y^-AO -5, 7-i>tFn-7n [3, 4-d] 
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t°yy*P [1, 5- a] fcT!) 5S*i< 




T L C : R f 0.53 {^fy : @^^^= 2:1); 

NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.75 (d, J = 8.7Hz, 1H), 7.16 - 7,08 (m, , 
4H), 7.06 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t,J = 7.5Hz,3H) c 



2 (347) 

10 8- (N-:/PtVV-N- (4-7^P7i^/l-) ^ W^y) -3- 
(2-^dp-4-^ F^7x^;U) -5, 7-^tKP-7P [3, 4 
-d] t°7V f n [1, 5- a] tfy^v^ 
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F 




TLC : Rf 0.50 i^-fy : %m=c?-;V= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.32 - 7.18 (m, 

2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H) ; 5.15 (s, 2H), 4.95 (s, 2H), 

1 

5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1.70 - 1.48 (m, 2H), 0.89 (t, J = 7.2Hz, 
3H) 0 

mmm 2 (348) 

10 -5, 7-v J tKP-7nz [3, 4-d] t°7y"ci [1, 5-a] fc° 




0CH3 
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I 

• I, • 

i 

TLC : R.f 0.47 {^-fy! : I^^/l^ 2- : ,1 ) , ; 
NMR (300MHz; CDCI3) : 5 8.33 (s, 1H), 7.73 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H),,,6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, J = 9.6Hz, 1H), 5.25 ,(s, 2H), 4.94 
(s, 2H), 3.83 (s, 3H)„2.92 (m, 1H), 1.22 - 1.06 (m,2H) 5 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30 (m, 4H)c .1 '•■ ' . 

mMW2. (3.4 9) 

8- (N-^nynt°;Mf;k-N- (4 - b V 7Airv * J-jvy ^^/v) 
^f/>7^)'-3,- (2-^on-4r^F^7x^) -5, 7 -v? 
10 tKn-7P ,[,3/4-d] fr/n [1, 5— a] hTy$i?> 




0CH3 



TLC : R f 0.42 (^-fy : g»rf-A-= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, 3 = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 



iflfeflil 2 (3 5 0) 
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8- (N-^nyn^v-N^^-^f/^x^l/) ^W^^) ^ 
3- (2-^pb-4-^^7s^) -6, 7 -v>t Kp- 5 H-v" 

?v-<y# [d] t^y'o [i, 5 -a] try $ 




OCH 3 

t .'1 1 

5 T L C : R f 0.60 : gfct!Mvl/= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 8.36 (s, 1H), 7.80 (d, 3 = 8.4Hz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H) D 

10 

|jg 2 (351) 

8- (N— 5^ B7"0 tVM^vl'-N- (4-f!)7;Uta^f;V7i^) 
^f/W75/) -3- (2-^nn-4-^f^^7x-;k) -6, 7-v> 
tKP-5H-^o^ [d] [1, 5-a] fU^v 5 ^ 
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OCH 3 



T L C : R f 0,55' (^drf-^ : %$fcx-i~;V= 2:1); 
NMR(300MHz, CDCI3) : 5 8.37' (s, 1H), 7.78 (d. J = 8.7Hz, 1H), 7.58 (d, J = 
8.1Hz, 2H), 7.49 (d, J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), ,3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J= 7.8Hz,'2H), 2.18 (m, 2H), 1.01 (ra, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H) C 

mt&M 2 (3 5 2) 

8- ( 3.— <^)VT % J ) -3- (2-^nn-4-n^7i^) 
10 -6, 7-^tKn-5H-^n^ [d] t°7^/a [l, 5- a] t c 




OCH3 
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i, 

1 ' 

TLG : R f 6.53 X^-f^-i I^^^;V= 2, : l).' ; 
NMR(300]vtHz, CDC1 3 ) : 6 8.27 (s, IH), 7.79 (d, 3 = 8.7Hz, IH), 7.03 (d, J = 
2.4Hz, 1H),'6.91 (dd, J = 8.7, 2.4Hz, IH), 6.30 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (m, IH), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J =' 7.8Hz, 2H), 2.24-2.08 (m, 2H),, 
5 1.84-1.52 (ny 4H)! 1.01 (t, J = 7.5Hz, 6H) C 

• I 
t 

Hi 2' (3 5 3). 

1 

^y) -3- (2-^ n p- 4 K^i/7*=7W) -6, 7-i?tKo- 
10 5H-^p^ [d] t°7/P [1, 5-a] t°y5-^^ 



F 




T L C : R f 0.46 {^^^ : H=^c^= 2:1); 
NMR(300MHz, CDC1 3 ) : 6 8.37 (s, IH), 7.78 (d, J = 8.7Hz, IH), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, IH), 7.05-6.93 (m, 2H), 6.92 (dd, J= 8.7, 2.7Hz, IH), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, IH), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) 0 



mmm2 (354) 
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8- (3--<^/V7^/) -2-7*^-3- (2- 
kKn^xf^) -4-/ Y$ri/7 *.~;v) -6, 7 — v*fc Ko — .5 H — 

x/tu^$ [d] t°7^P [l, 5- a] t°y*i?y 




OCH 3 



5 ' TLC : R f 0.50 : 1:2); 

NMR(300MHz, CDC1 3 ) : 5 7.23 (d, J = 2.7Hz, 1H), 7.03 (d, J = 8.7Hz, lift 6.83 „ 
(dd, J = 8.7, 2.7Hz, 1H), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J = 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s) total 7H, 1.30 (s, 3H), 1.03 (t, 
10 J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H D 

HMffi) 2 (3 5 5) 

8- (N-T'atW-N- (4- h V 7;^a^f;^i/7x^) 
Z^T^y) -2-/ =f)V- 3 - (2-^0O-4-^ Y^-yy ^=.;V) -6, 
15 T-v'kKn-SH-v'^n^y^ [d] [ 1 , 5-a] fc'P^v* 

is 
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OCF 3 



N' 




CI 



OCH3 



TLC : R f 0.52 (^f-^ : m$^^= 2 : l) ; 
, NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 9.0Hz, 2H), 7.32 (d, J - 8.4Hz, 1H), 7.15 
(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 (m, 2H), 1.66-1.48 (m ; 2H), 0.88 (t, J = 7.2Hz, 3H)„ 

mtm\ 2 (356) 

8- (3-^^r^75 7) 3 - (2-^pn-4-n^f 

10 i/y^~;V) -6, Kn-5H-^ u^sf [d] t°7 N /tf [1, 

5 -a] t°JJ $ ^ 




CI 



OCH3 
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TLC : R f 0.44 (^Vf* : M^^JU= 2:1),; 

• , i i i * 

NMR(300MHz, CDC1 3 ) : 6 7.30 (d, J - 8.7Hz, 1H); 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = JB.7,^2i4H% | 1H), 6.22 (d,- J =.10.SHz, 1H), 3.84.(m, 1H), 3.83 (s,'3H), 3.08 (t, 
J = 7.5Hz, 2H), 2.90 (t, J - 7.SHz, 2H), 2.34 (s, 3H), : 2.2p-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1 .00 (t, J = 6.'9Hz, 3H)^ 0.95 (t, J = 6.9Hz, 3tT) 6 

.1 

(3 5 7) 

8- (3— <yf/l^Tky) -2-^^-3- (2-^ 
^t°^v ! y-5.-'l' 1 ^) -6, Kp-SH-'^ o^^^ [d] t° 

10 7/n [1, 5 -a] t c yv^ 




OCH 3 



15 



TLC : R f 0.23 : M^^= 2 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 



mifcM 2 (3 5 8) 

8- (N-y^-N-v^ n^n tVl^^T^ y) -3- (2-^nn 
-A-^Y^iyyaL^iV) -6, 7-^kFo-5H-^P^ [d] 
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I, 
i 

1 . ■ 




OCH 3 



T L C : R f 0.61 : g^|g3if-/v= 2 :1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7,71 (d, J = 8.4Hz, 1H) 5 7.04 (d, J = 
5 2.4Hz, 1H), 6:94 (m, 1H), 3.90-3.70 (m, 2H), 3,83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m ; 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0.10 (m, 
2H) C 

10 2 (3 5 9) 

8- (N-i/^ d/d tVU-N- (4 -^^Vl--^^—^) ^fvVT^y) - 

3- (2-^op-4-^ Y^riyy ^=-;V) - 5, 7-^th'n-7n [3, 

4- d] h'yyu [l, 5-a] t° p $ v?^ • 
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OCH 3 



TLC : Rf 0.49 (-^^rf-V : ffl&x&)V= 2 : 1 ) ; 
NMR (300MHz, CDCI 3 ) : 5 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8.1Hz, 2H), 7.06 (d, J - 2.7Hz, 1H), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) C 

Hi 2 (3 6 0) 

8- (N-7'n tVl^-N- ( 4 - / f-^y a^~)V) ff-)VT%;) -2-? 
10 (2-^nn-4-/ b^ri/7x^;V) -6, 7~v?tFD-5 

H—>^p-<>^ [d] h'yyu [1, 5- a] t^v^ 
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OCH 3 



1 

T L C : R f 0:14'(^-fy-.^m^^=2:l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
5 2H), 2.89 (t, J^= 7 SHz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1.48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) F 

1 

mmm 2 oei) 

8- (N-7°n N- (4-^^^^^^) ;*fvV7 5;y) 

10 (2-? uu- Y*is7 -6, T-v'tKn-S 

H-v-^n-^^ [ d ] t »^>/n [1, 5-a] t°V 
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CN 




TLC : Rf 0.38 (^*c-?> : W^^^=2 : l) ; 

,NMR (300MHz, CDC1 3 ) : 8 7.64 (d, J = 8. 1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, "' 
2H), 0.89 (t, J = 7.2Hz, 3H) C 

jii 2 (3 6 2) 

8- (N — 7° n fcVu— N — (4->7/7j^) ^W?;) -2-.* 
10 (2-^OD-4-n^7i^) -6, 7-v?tKn-5 

H-v-^n-O^ [d] t°7/P [1, 5- a] fU^v^ 
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i 



CN 




OCH 3 



T L C : R f 0.46 : ^x^= 2:1); 

NMR (300MHz, CDC1 3 ) : 6 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 
(d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

mmm 2 (3 6 3) 

8- (N—>^ P7"n fcVM^vU-N-^A'TS: /) -2-^f^-3- 
10 (2-^nn-4-n^7i^) -6, 7-^tKo-5H-^n 
[d] t c 7^n [1, 5-a] t'^r^y 




OCH 3 
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i 

* I 

• I, 

TLC : R iO'm i^-fy : : 1 ) 

NMR(300MHz; CDC1 3 ) : 6 7.30 (d, J = 8.4Hz, 1H), 7105 (d, J = 3.0Hz, 1H),6.88 
(dd, J = 8.4,,3,0Hz ; 1H)' .3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = 
7.2Hz, 2H), 2.92 (t/J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H), 
5 0.60-0.46 (m,2H) '0.24-0.1 2 (m,2H) c '., ' •' . 

mm 2 (3 6 4) 

8- (N-i>^nyn tVM^/V-N-^f-/^^^) -2-^^-3- 
(2-^5 L ^-4.->< fdf-i/^as.A') -5, ,7 — S?fc Kn - 7 U [ 3 , 4 
10 -d] f7yn,[r,: 5-a] t 0 y $ i?> " ■ ■ 




T L C : R f 0.22 (^f-> : gM^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H) o 

mmm 2 (3 6 5) 

8- (N-->^D7°a tVMfvV-N-^A'T^y) - 2 - ^ fvU- 3 - 
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■ I, 

(2— ^nn-.4->, Y^y^=-jV) -5, ,7 -v>fc 'Kb-7b [3, 4 
-d] t v 7>ti'[l!' 5-a] t°y $v?> 

1 * 




TLC : Rf 0.18. (^^f-^ : S|xf;l/=.2, : lj ; 
5 NMR(300MHz, CDC1 3 ) :• 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.88 
(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H) : 1.10 (m, 1H),0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) C 

mmm 2 066) 

10 8- (4-^f/l/7 5;) -3- (2, 6-^5^-4-^ f^->7x 
-6, Kp-5H-^p^ [d] t'7/n [ 1 , 5- 
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• T L C : R f 0.55 (^3MJ-> : @^@£3L^v^= 2:1); 

NMR(300MHz, CDC1 3 ) : 5 7.80 (s, 1H), 6.83 (s, 2H), 6.27 (d; J = 11.1Hz,. 1H), 
3.98 (m 3 1H), 3.80 (s, 3H), 3.11 (t/ J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 , 
(m, 2H), 2. 13 (s, 6H), 1 .76-1 .30 (m, 8H), 0.96 (t, J = 7.2Hz, 6H) 0 

i 

Hjfeff(l2 (3 6 7) 

8-i>7ti\i°/U7K J - 3- (2, 6-v^^-4-7< h=¥v-:7^-^) 

t 

-6, 7-^tKn-5H-^n^ [d] t°yy*P [ 1 , 5-a] t c 




OCH 3 

T L C : R f 0.54 : &&zz?-/u= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

HffiflJ 2 (3 6 8) 

8- (N-^n/D tVl/^f-zW-N-yn tVl/7^/) -3- (2, 6- 
f^7i^) -6, Fn-5H-^n^y 
* Ed] [1, 5-a] t'p^v'^ 
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T L C : R f 0.51 (^$"fy : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1 .68-1.50 (m, 2H), 1 .02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
' 0.54-0.40 (m, 2H), 0.18-0.04 (m, 2H) 0 



10 



H»J 2 (3 6 9) 

8- (N-^/WN-^D^D tVM^TS;y) - 3- (2, 6- 
^^-4-^ f*V7s^) -6, 7-i?tKo-5H-^B^ 
* [d] fcf^/P [1, 5-a] fp^-^V 




OCH 3 



T L C : R f 0.49 : W^^= 2:1) ; 
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t 

» 

I, 

i 

NMR(300MH4' CDC1 3 ) : 5. 7i93 (s, 1H), 7.42-7.08 (m : 5H), 6.70 <s, 2H), 4.94 (s, 
2H), 3.81 ,(s, $H), 3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7,5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04 (m, 2H),'2. 13, (s, 6H), 1.03.(m, 1H), 0.54-0.38 (m, 2H), 0,12-0.01 (m, 
2H) C ', ■ , • 

i 

i . 

HMff^ (3 7 6) ' 

8- (N-^D7 , nt>^f;l/-N- ( 4 <- * =f-/Uy^ =z/U^ f-.ju) T 5 
J) -3- (2, '6 ^-^^^-4 h=3ri^7ai-/W) -6, 
b-BH-^'b^ [d] fc°7y*P [i, 5-al t c !i v/y 




och 3 



T L C : R f 0.53 (— ^> : ft»xf/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
- 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2. 13 (s, 6H), 
1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H) 0 



mi&M2 (3 7 1) 

8- (N-7°n tVV-N- (4-7/^071-;^^) 7^/) - 3 - 
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r 

(2, G-Vtf-jV-A-* Y K *i/73L~;V) -6, 7 -S?fc Kn -r 5 H-' 
v^p^V* [d] f7/n [1, 5 -a] 



F 




T L C : R f 0.46 (^f-^ : |M^^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2.13 (s, 6H), 1.70-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 



MMffl 2 (3 7 2) 

8 - p 7°p fcVM 'f-JVT 5: 7 - 3 - (2, fvu- 4-^^ 

^7x^;l/) -6, 7-^tKn-5H-^n^ [d] fc°?y*P [1, 
5- a] t?]J ^ v?>- 
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i 




OCH 3 



•t t 1 

TLC : R f 0.45 (i^^-fy : g^;t^v>= 2:1) ; 
NM R (300MHz,' CDCI3) : 8 7.81 (s, 1H), 6.68 (s; 2H), 6.40 (d, J = 9.9Hz, 1H), 
3.80 (s, 3H), 3.46' (m, lH)i 3.05 (t, J = 7.5Hz, 2H), 2.89 (t, J - 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s, 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m, 8H) D 

HMI2 '(a,7>3) 

8- (N-T/fvU-N-v^ P7°n ^^WS /) -3- (2, 6-v 5 
7(^-4-^ h'^riX^i^/I/) -6, Kp-5H-v^p^^ 
10 [d] yfy^/n [l, 5 -a] ifH^ 




T L C : R f 0.61 (^-fy : @^^i^/^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 
2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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■ I, 

t 

2.00 (m, 2H),.2.i.2 (s,.6H), 1.64-1.46 (m, 2H), ,1.42-1.22 (m', 2H), 1.02 (m, 1H), 0.90 
(t, J = 7.2Hz,'$H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H) D 

. 'i 
MMM 2 (3 7 4 ) ' : . 

-3- (2, 6-^f^-4-^ harv^7x-;P) -6, 7-v>t 
Kd- n,^^^ [d] t^yo [l, 5- a] t'U^v^V 




T L C : R f 0.51 (^f^ : g»^^= 2 : 1 ) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.92 (s, 1H), 7.38-7.26 (m, 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz, 
2H), 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m, 2H), 0.10-0.01 (m,2H) 0 

15 H»!l 3 

8- (N-^^/l/-N-n-^/l^T^ /) -2-fc Kn^V^f^- 3- 
(2-^f^-4-kKn^^7x^) -6, 7-^tKn-5H-^ 

[d] t'^yp [i, 5 -a] trysts 
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(1) T'mmLWk&m (5 0 6mg) «^fl/y (14m 
1) 7 8°C^£PU IM^ityi-^mom^^^^ (12ml)' 

1 

£->U ZJtfsVjoy&tVi-? YJfyyj- (n-^^-y :mm^f-^= I : 
1^2 : 3) TlfMLT, ^TO^HM^^ StlM^fe (30 3mg) 

10 TLC:Rf 0.14 (n-^fy : i^if /l/= 1 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J - 7.5Hz, 3 H) c 

15 

8- (N-Ji^-N-n-^^T'^ y) - 2 - t Kn^v^^A— 3 - 
(2-7«^-4-^ Y^riyy^=-JV) -6, 7-ytFn-5H-^n 

[d] t°r/o [i, 5- a] t°y^>- 
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OCH 3 



mtfoffl 3 XM^Ltzit^m (9 8 5mg) ©jfrffe^VV (10ml) 
3 OftfflMWLtL, &f&n-&mcB (0.18m„l ) %1NtL, 0°CT'2 

A^n-7f^*77^- : |^^i^-yw= 5 : 1 -»4 : 1 7 : 2 ) 

TISMLT, OT^t^il^^-tSM^t) (9 4 7mg) £#fc 0 

10 TLC : Rf 0.35 (n-^t> : iiif/l/=l : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.1Bz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz : 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

15 7.2Hz, 3 H), 0.90 (t, J « 7.2Hz, 3 H) D 

8- (N-7*Pt;V-N- (2-p{ h^rW ^ /^^) T ^ / ) -2-* 
(2-^^-4-^ fdf^7ain;U) -6, 7-i/t:Kn-5 
20" H-v^p^^ [d] fr/n [1, 5- a] 
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OCH 3 



1 

1 

mmm.2 (2) -vmMLtzit^ dsemg) ©^^/^m^vk 

(5ml) ,h y OLf-jVT 5 ^ (0.39m 1 ) *5 £ tf=IMb«H * 

ifffc (2 2 5mg) »T2I$P^jf Lfc 0 £J&2S£«&&7kteS=g\ 

-etm&j mmvfzo »fi©try ^.(5mn o kp 

^ ^iftBMfi ( 2 8 m g ) SrflPx.. MX* 1 5 B£|WJfc# Lfc. 

! 

10 7c 0 JStiltfcV !) # 7^a7f^77^- (n -^f-V : ftHfcx?- 
71^=4 : 1-3 : l) T'ilLT, &T©4M4ffite^3«Bffr£ft (1 6 
mg) fr'fcfc. 

TLC : R f 0.78 (n-^^r^^ : 1:1); 
NM R (300MHz, CDC1 3 ) : 
15 major isomer 

8 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J =^2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) 0 
20 minor isomer 

5 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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(dd, J = 8.4, 2.4Hz, 1H) ? 4.47 (d, 1 J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2H}*2'.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (rri, 2H),. 1 ! 58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) C 



mmms (p -5 (2) 

1 

MMM2 (26) "CKitLfcte^ *fc{t^W!|4T^itL^^*5 

1 

J; t>* o - '/ t Ko^r */>VT % yiMM^<Ditk> Kn^r ->;>T 5: 

^m&^T.|l«!|5 ^|©il^|T^oT, UT?>4k£l%)*mZo 



10 iifi5 (i) 1 

8- ( N "7° n \fjV— N — (2-^RW$yxf;k) 757) 
^;V-3- (2-^f^-4-^ f^->7x^) -5, 7-^tKn-7 
* [ 3 , 4 -r^dO' [ 1 , 5 - a ] M°V ^ ^ • «^ 



HCI 




OCH 3 



15 TLC:Rf 0.22 (n-^fy :^xf/U=3 : l) ; 
NMR(300MHz, pyridine-dj 0.5ml + CDC1 3 0.1ml) : 
major isomer 

5 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
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0.81 (t, J = 7.5Hz, 3H) D 



minor isomer 



10 

i 



15 



5 7.38 (d, J = 8.4Hz, 1H), 7.31 (t, J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd,, 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50'(m, 2H), 
0.84 (t, J = 7.2Hz,3H) c 

^»i]5 (2) 

8 - (N -oL^-jv- N - n - rff-jVT - 2 - t ,Kn =3r W ^ 7 ^ ^ 
-3- (2-^f;l'-4-n^>7x^) -6, 7-^tKn-5H- 
v-^n^^^ [d] t'r/o [1, 5- a] t^^i/y 



TLC : Rf 0.19 (n : ^fc=c^-)\>= 3 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 8 8.15 (s, 1H), 7.96 (brs, 1H) S 7.18 (d, J = 8.1Hz, 1H), 
6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J= 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) D 
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i, . 

i ' 

f/l/- ^-'1(S-^f^-4-^ f^>7x^V) -6, 7-^tKn-5 

i ■ 

H-^pW^,'['d] t?7*/n [1, 5-a]t e y v^y 'I 




OGH 3 



5 H160IJ2 (15) TMJtbfc^* (2 9 0mg) ©g^fc (4ml) 

lMli (1.4ml) SrJBx. % 8 0 o CT 1 mMfflfc Ltc 0 SjM^t/^ 

TK^tfc^fp^TK^hy * (loomi) mm^^ 

ftflS Lfc. tT y ( 3 m 1 ) W-B^ t Ko ^ ( 5 

10 2m g) .SrJnx.; Ifitl 5B#TO#Lfc 0 £jfc&£4«J«:*ttLfc3L gt& 
^5vUT^fR Lfc 0 J&JRifc&fi&fn^g&k*"*- h y ^^Tk^feit/l&fP^ 

UT, #T©4MMfc:fr*#-*«»fl5£4fc (I4 3mg) SrmttM^iL 
15 T#fc c 

TLC:Rf0.32 (n-^t^ : ffixf ;i,= i : i) ; 
NM R (300MHz, CDC1 3 ) : 
major isomer 

8 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 
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' 2.7Hz, 1 H), 6.7S (dd, J = 8.4, 2.7Hz, 1 H), 6.53 (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), , 
3.82 (s, 3 H), 3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31. (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 H), 1.90 (m, 2 H), 1:11 (t, J = 7.2Hz, 3 H), 
minor isomer 

5 5 8.52 (brs, 1 H), 7.14 (d, J = S,4Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.S8 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2 H), 1 .1 1 (t, J = 7.2Hz, 3 H) c 

io mmme u) 

8- [ (2S) - 1 h^v-r 5 75y-2-^f. 

(2 fvu— 4 -5, 7-i?tKo-7D 
[3, 4-d] fyi/p [1, 5-a] t'}) 




OCH 3 



15 H1£0!|2 (14) T«BSLfcffc£-4fc (3 6 5mg) , fc*j:t;tKn^ 

mm 5 1 mn^z ? £ &fT fto-c, ^T^ttii^^-r^^i^b^ ( 1 2 

8m g) &#fcc 

T L C : R f 0.20 ( n — ^MJ->' : g^mfvl^ 3:1) ; 
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I . 
i 

NMR(300MHz,CDCl 3 ) : 
major isomer 

; 8 7.36 (d, J = 6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d,"J = 2.7Hz, 1H), 6.79 (dd, ' 
J - 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (dj J = 10:5Hz, 1H), 5.3,1 (d, J = 
'5 10.5Hz, 1H), 4.89 (s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) C 
minor isomer 

8 7.14 (d, J = S.4Hz, 1H), 6.86(d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d, J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H), 4,72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, ' 
, 3H) C 

l 

8- [ (IS) - 1 -*STJ~7xi tVUT5: y] - (2-> 
15 h^i/y^-Sl/) -6, 7 -v?t Kd-5H-^ p^>-^ [d] 

fc°7^P [1, 5 -a] t°y 5^ 




OCH 3 

^WJ6^M5ttfdb^ (I3 7mg) CDifeib^l^ (1ml) M 
7 8°C^*PU VV^^T%> (0.32m 1 ) *3<fctfh U 7fls*xi*9 
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yxjvibvmm^® (o.i3mi:) ^^.mm.x^^mw.WLtc 

■ . ' • > • l 

*^7A^ h^77>f- (n-^iHi'rgft&t^vU^ 3 : 1 -» 2 : 

5 1) TtlUv OT©ittfi^tt5t«^ (lOOmg) &#7c„ 

TLfc : Rf 6.27. (n : gfc|fc.x^7l>= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz! 1H), 6.86 (d, J = 2.7Hz,' 1H), 6.79 

(dd, J = 8.1, 2.7Hz,' 1H),'6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 

i 

(ddd, J = 14.4, 7.5, 6.3Hz, 1H), 3,11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.31 (s, 3H), 2.25-2.10 (m^ 7H), 1.29 (t, J = 7.5Hz, 3H) D 



ij7 (1) 



15 



8- (N-if^-N-n-/W?;) -2-^77-3- 
^7 N /n [1 , 5 - a] t°y 5: 




OCH 3 



20 



»#J5 (2) TM5iLfc4b£t> (2 1 lmg) &J1^T, HWJ 7 £ 1^ 
^a^^fr^oT^TOttttfiSr^T-t-SM^* (1 9 5mg) &#7c 0 
T L C : R f 0.34 (n -^^rfy : St^f ^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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i 

• i ■ 

i 

(dd, J = 8.4, 2.7Hz; 1H), ,3.83 (s, 3H), 3.65 (q, J,= 6.9Jiz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3.00 (t, J = ifttiz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1 .33 (ill, 2H), a .20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7:2Hz, 3H) D ' I 

1 • ■ 1 

i > 

5 8 : ■' " ' ' 

9- (3-^W5/) - 6 - * 5 - (2-^^-4-^ 

i/7x-^) '-7n, [3, 2-d] [1, 5 -a] t°l) v^y 




OCH 3 



m&®\2 (6) -CM3ttfcib^ (2 1 5mg) Ov ; 7xn;Px^r/l' (3 
10 ml) g&Kl^ 1 0%^7^7^i (I5 0mg) 2 5 0°CT4 

l$raSt#Lfco S/£^»^£T7££PU ttJ—fr (10ml) T'# 

^77^- (n-^#f"^ : 7* h 9 : l) T'ftllT, «T©lttI 
*#t-5SS^* (1 5 0mg) £#fc 0 
15 TLC : R f 0.42 (n-^fy : ^f/l/=2 : 1) ; 

N MR (300MHz, CDCI3) : 8 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m, 6H) 0 
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MtMM 9 

8- - 3 - 

-6, 7-i?kKo-5H-v'^D^,[cl] fyi/n Cl, 

i 

5 5- a] t°y * 




OCH 3 



7km\t-r MJ (92.0m g ; 6 0 % in oil) <D h/l^o^ij^ 3 — 
f J-)V (2 0 2mg) ^ITU 8 0 °CT 2 ^f B 1I# t fc 0 ' r ©^it, 
&%M7X'MmLft<k<&Vtl (2 5 0mg) ^P^ N 5B#W#L^ 0 , RJ©» 

- (^f^ : IH&^VW= 5 : 1) T'tlL, ^T©«4I^tt51I 
fc£>4fe ( 1 2 8 m g ) &#7c 0 
15 TLC : R f 0.58 (YsV^y : T± h>=5 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H) 3 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m ; 4H), 1.05 (t, J = 7.5Hz, 6H) C 
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HMI9 (1) -9 (5) 

5 

mmm 9 a) 

8- (3 -^isf-jVtti/) -2-/^^-3- (2-^nn-4-^ V* 
'>7s=y>) -6, 7-i?kKn-5H-^n^ [d] t°^y'n [l, 
5 -a] t°y 5v>^ 




OCH 3 



T L C : R f 0.50 (-^riJ-> : @^:r^/U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94 - 1.74 (m, 
15 4H), 1.04 (t, J = 7.5Hz, 6H) D 



mmm9 (2) 

8- -2-^^-3- (2-^aP-4-n^f 

-5, 7-i?kKn-7B [3, 4-d] t'y/a [l, 5- 
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N 




CI 



OCH 3 



T L C : R f 0.25, (^Vs : @^^f-/^= 3:1) 



NMR(300MHz,,CDCl 3 ) : 6 7.28 ,(d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
5 (dd, J = 8.4, 2.7Hz, \H), 5.29 (s, 2H), 4.93 (s, 2H) 5 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s : 
3H), 1.99 - 1:80 (m, 4H), 1.05 (t, J= 7.5Hz, 6H) C 

mmm9 (3). . 1 , 

8- (4 -^^/^^v") - 3 - (2-^n-5-n^r 

10 isy^-;V) —6, 7-v?tKn-5H-^D^ [d] t°7 s /n [l, 
5 - a] fc°y 5^ 




OCH3 



T L C : R f 0.85 (^M^ : IM^-^= 1:1) 
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i 

i 

N MR (300MHz, CDC1 3 ) : 5 7.29 (d, J - 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 ' 
(dd, J = 8.7, 2.7Hz, 1H), 5.22 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7:5Hz, 2H), 1.90 - 1.66 (m, ' 
4H), 1 .58 - 1 .42 (m, 4H), 0.95 (t, J - 7.2Hz, 6H)„ 

mmm9 (4) 

8 y^o tVWi/- 2 - ^f ;l- 3 - (2-^nn-5-^f^>7 
a^/V) -6, Kn-5H-^n^y^ [d] fc°7 N /n [1, 5 

-a] t°y , 



10 




T L C : R f 0.36 : @£^cfv^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H) ; 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H) 0 



rnmmd (5) 

8- (1, 6 -^fit^y-A-JM 3-3- v-- 2-^^-3- (2- 

20 [d] fc'^y'p [1, 5- a] t°y^v^ 
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'A* 1 




T L C : R f 0.58 (-^W^ : ^^^ju= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.29(d, J = 8.4Hz, IH), 7.06 (d, J =2.7Hz, IH), 6.89 
(dd, J = 8.4, 2.7Hz, IH), 5.90 (ddt, J = 17.1, 10.2, 6!9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 IH), 5.17 (m, 2H), 5.11 (dd, m, 2H>; 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95.(t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m„4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) e 

... f i' 

8- -2-^^-3- (2-^D-5-n^> 

10 y^^/P) -6, 7-^tFn-5H-y^n^^ [d] t°^^n [l, 
5- a] t°]J ^ v>>- - 




OCH 3 



h y A (68.9m g ; 6 0 % in oil) (D^f J —,V (17ml) ^ 
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I, 

I 

• 0°CT\ . i3' T 7tWt^y^.y ( 2 5 2 m g) *5£l>*###] 7 T 

i 

(3*0 Omg) %mx., liir^Lfc. RJfrgtt&WIGU 

dMT^ : ftBfce??^ 5 : l) TfitSSIUfco fSMlK Ott'4 N«fflS-ftK 
ai^yv (0.2ml) SrflUx., 1 0 ftmMW U '^«Mt LT, OT^'IM 
«T*i-5«H^-fr^ (271.1m g) £#fc„ 
T L C : R f 0.57 '(^f-y :'ftlft3if-7l/=2': ,1) ; 
10 NM R (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2:4Hz, 1H), 6.89 
(dd, J = 8.7, 2,4Hz, 1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7..5Hz,,2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02^, J"= ?. 5Hz, 6H) 0 

15 UtEfljl 1 1 

8- (4-^f;W7x-;V) -2-^^-y^-3- (2-^^-4-^ 
^7s= ^) -6, 7-^tKn-5H-^n^ [d] \fyy*xi [1, 
5 -a] t°y 
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" 7 L tc4k£'$d (3 0 0mg) ©5?^ h^rVx^y (3ml) 

i 

WB^s 4-/?-/U7aL~;U7$vym (I3lmg) ,.|^7^!).A (1 
lmg) s h])y ^=-/UHrs^y 4V (4 8mg) *3 &XS$mWmcf h V A , 
imW. .(2ml) trip*., 50#»S31^tfc o KJfc^&tfHjPU ifcg&rt 

^ ( 2 2 2 m g ) &#7c 0 , 

T L C : R f 0.41 (^^r.f"> : 3 : 1 ) ■; 

10 NMR (300MHz, CDC1 3 ) : 5 7.72 (d, J = 8.1Hz, 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19. 
(d, 3 = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (* 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s,3H),2.14(m,2H) 0 

15 mmm ii ( i ) - 1 1 ( 5 ) 
mmm u d) 

20 8- (2, 4-v ; ^DP7 3 i-;V) - 2 - t< ^Vl— 3 - (2-^/1^-4- 
* Y$ri/7 -6, 7-i/tKP-5H-^n^ [d] t 1 ^/ 

p [1, 5- a] t'y 
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OCH 3 



TLC:Rf TLC:Rf 0.38 (~-$-f>- : JSm^M- 3:1) ; 
NMR (300MHz, DMSO-d 6 ) ,: 5 7.91 (d, 3 = 1.8Hz, 1H), 7.70 (d, J - 8.4Hz, 1H); 
7.64 (dd, J = 1.8, 8.4Hz, 1H), 7.11 (br d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), , 
6.81 (dd, J =2.7, 8.4Hz, 1H), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12 (m, 2H),2.09(s, 3H)„ 



mmmi 1 (2) 

8- (3-HJ7;utn^f^7i-;u) -2-/ f-jv- 3 - (2-*fvi/ 
10 -4-^^>7i^) -6, Kn-5H-^DXy^ [d] 

t°7^n [1, 5- a] t°y ^v>> 

XF 3 




OCH 3 
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I, • 

i 

T L C : R f 0.27 (^Ur^/: W&^A"= 3:1); 
NMR (300MHz; CDCi 3 ) : 6 8.08 (brs, 1 H),'S.06 (brd, J'= 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7-70 (brdd| J f= 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 & 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
2.94 (t, J ±= 7.5Hz, ,2 H), 2.3 1 (s, 3 H), 2.20 (s',,3 H), 2. 1 8 (m, 2 H) 0 



10 



jiln (3) 

I 

8- (4->< bdrv7i-7l/) -2-^^-3- (2-^^-4-^ f 
*i/7^~jV) -6, 7-i?t: Kn-5H-^n^ [d] ify^u [1, 

5-a] try .-Mat * ■ " ■ • 

och 3 




HCI 




OCH3 



15 



TLC : R f 0.23 (^f-^ : g^3i^-/v= 3:1); 
NMR(300MHz, CDC1 3 ) : 8 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H) c 



»M 11 ( 4 ) 

8- (3, 5-^DP7x=;l/) -2-^^-3- (2-^^-4- 
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1 i, 

i 

^ ^^7i^),-6, '7V^fc Ko-5H-^'P^ [d] fc'yy* 

d [i, J, 5^a] try 




OCH 3 



TLC : R J' 0.50 (^iM' : g^^/U- 3 : X) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 
(d, J = 8.4Hz, 1H), 6,88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m,2H) 0 

10 agm_i (5) 

8- (2-^f/V7i^) -2-^^-3- (2-7^^-4-^ 
->7x^k) -6, 7-i/tKn-5H-^n^ [d] [ 1 , 

5 -a] t'U ^ 



351 



WO 02/053565 



PCT/JP01/U581 




OCH 3 



TLC : R f 0.38 (^^rf-^ 1 : ^31^= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz, 
1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2:62 (m, 
5 1H), 2.27 (s,3H), 2.20 (m,3H), 2.17 (s,3H), 2.15 (m,2H) 0 

MtMM 1 2 • ' . 

8 - If* Y*^%/\s7$~ju) ^ 2 - ^ 3 - (2-?i 

4-^ f^r^7i^) -6, 7-^1: Ko-5H-^P^^ [d] t° 
10 r/n [1, 5-a] tlv^y 



7mihi- (210mg ; 63.1%in oil) (D"r Y y \i Vuy 7 y (1 

0ml) 7 P y|^x^ (8 8 0mg) ^tat?30^ 



o 



o 




OCH3 
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i 

• i, 

i 

mmwLtc 0 . Kj&wmz s &%W7x«m^itcik-&w (8 2 o mg ) 
4mmM&%iLtz 0 frfc®m\m%m4kT^'~i}j*7kmm domi) 

5 (^*y->r. ffi&^?fr=8 : l-*7 : 1 ) X%&M LT S ^T^WM^ 

T L C : ' R f 0.48 , (^s3rf- V : gfcg&ai^/^ 2:1) ; 
NMR (300MHz, CE>C1 3 ) : 6 7.15 (d, J = 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H) , 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J - 7.8Hz, 2 H), 2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t,J = 7.2Hz, 6H) D 

lfiMl'2 -12 (4) 

15 &>T<Dfc&m*ntt 0 
mmm 12 oj 

8- (1 -v^^vl'T^ 7- 1, 3 -i?**cy- 2 --7J-JV) -2-**j-)V 
-3- (2-^^-4-7^ Ki/7i^) -6, 7-v^t:FP-5H- 
20 i/fn^O? [d] k^^n [1, 5- a] t°y^v?>- 
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OCH, 



10 



T L C : R f 0.55 (jftBfcr^/lO . 

NMR(300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J = ] .8Hz, 1H), 6.83 - 
6,74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 1 2.60 (m, 6H), 2.41 (s, 
3H), 2.30 (s, 3H), 2.16 (brs ; 6H)„. 

gafll 12(2) 



8- (2, 4-v J ^-^y-3— - 2-^^-3- (2-^^r/P- 
-4 =^=.;V) -6, 7->/t Ko-5H-^n^ [d] 

t°7 y p [ 1 , 5 - a ] b° y * i» 

o o 




TLC : R f 0.34 (^^ri^> : @^c^vu= 3 : 1) . 
NMR(300MHz, CDC1 3 ) : 5 16.93 (s, 1H), 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 7.2Hz, 2H), 2.33 (s, 3H), 2,20 (quint, J = 7 .2Hz, 2H), 2.18 (s, 3H),. 1.95 (s, 
6H)o 



4 -/ \>**/y -6, Kp-5H-^o^ [d] t° 

7^* [1, 5 -a] t'D => i»- 



TLC:Rf 0.18 Wy:Ki^=3 : l) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz ; 2H), 1.31 (t, 
J = 7.2Hz, 6H) 0 

15 mMMl 2 (4) 

4 h*->7^~SU) -5, 7-^tKo-7B [3, 4-d] t°7 v /a 
[1, 5 -a] t°y **?y 




5 8 - h =*r v^A-tf;-^) ^ fvU- 2 



^ 3- (2-^nn- 




OCH 3 
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T L C : R f 0.28 V> : ft»^^= 3 : 1 ) , ; 

i 

NMR (300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.9] 
(dd, J = 8.4, 2.4Hz, 1H), 6:12 (s, 1H),'5.11 (s, 2H), 4.95 (s, 2H), 4.41 r 4.20 (m, 4H), 
5 3.84 (s,3H)„ 2.39 (s,3H), L33 (t, J =.7.2Hz,6H) 0 

HMffJ 1 3 ' ' 

8- (1, 3 -t Kndfi/- 2-/n £7fc) -2-^^vU-3- (2-^ 

^-4-n^>7i^/V) -6, Kp-5H-^d^ [d] 
10 [1,.5-a] klr^ 




OCH 3 



T/U=f>-#ia^T, HJ6091 2T-0itbfc^% (3 5 5m g) <DM^ 
if;H^-T^ (7ml) mmfc, - 7 8 0 Cl? 1 Mi? A y/o fcVk7yV$ = 
!7Afc Ky K (3.94ml Sr»TLfc 0 ^^^0°C^#?£ 
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10 



u 4.5^wjt#ute Rj&mmLj* y-;i> (3m 10 &?rru 

H^y/W&yi^o^ ^77^- (^=¥1^ : : »K3i^yi/=3 : l) Tit 

i ■ 

T L C : R f 0.50: p n afc/l/A : pi f J — 9:1) ; 

t 

NMR (300MHz, CDC1 3 ) : 8 7.13 (brd, J= 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 
8.7Hz, 1H), 4.97 (m, ,1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, 1H), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) C 



ill' 



8- (1, h.^>- -2-^/1—3- (2-^ 

/^-4->< ^->-7^-/H -6, Kn-5H->^P^y^ [d] 

t°yy*n [1, 5 -a] 

H 3 CO'^^| / ^OCH3 



N I 



15 OCH 3 

?miti-^V^^ (26.0m g ; 6 0%in oil) ©DMFiilC (TCCH^I 
Ml 3^mmLtcit^ (1 2 0mg) ©DMF (2m 1) «£MTL7c c 
r^^#j^3 SMb^^vv (81.0/z 1) lB#r H m#U7c 0 
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' TSJftgL -<yH> (5ml) SriP^Td^ftjgbfc. il^V^^* 
7A^nv^77^- (-^rV>": ftRxf;i/= 3 :.l) T'^LT, £t 
T©«lfti^ft5«^ (58.7m g) fcftfc. 
TLC,:Rf 0.80 (g^^f-^) ;' 

5 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, iH), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz, 2H), 2 .94 (t, J = 7.5Hz, 2H), 2.31 
(s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) C 

io MMM l 5 

8- (N, N -vM ^Vl^W^^/M ^vv) -2-^^-71—3- (2-^. ' 
^_ 4 _^ -6, KP-SH-'^B^Cd] 

t°7^D [1, 5- a] t e y *i?y . 



O 




OCH 3 



15 mifcM 1 2 LtzitSm (4 1 O m g ) <D*$ J —jV ( 1 m 1 ) ^ 

^ 2 4°CT*v ! ^f;l'7 5 7 (4 9 1mg) C0 5 0%tK^»^> 9 0°C 
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5:1) -CffiSiLT, UT<D^m*%1rZ>mm<b&m (102.7m g) 
TLC : R f 0.55 (^f-^ : SilxfA's 1:1) ; 
NMR (300MHz, CDCI3) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H); 3.27 (d, J = 1 :2Hz, 1H), 3.04 - 2.94, (m, 5H), 
5 2.72 (s,3H), 2.36 (s, 3H), 2.24 -2.10 (m, 8H) 0 

8 




10 (2.6 g ; 62.6% in oil) ©^f-;>$/^T?K (8 0m'" 

1) 0 °CT 2-^an-4-b Kn^r -^yXT^ft K (10.0 

g) ©«^WM7 5 K (5 0ml) ^£l 5#iWt«TU 3 0 
^RBSttLfco KJSifcftfcs 0°CT3^^t<^ (4.2ml) SrlO'^rtT 
iTU l^BBSt^Lfc. gj£$£ft&7kfc:£r, (1 : 

15 1) ximuto ^mM&fc&zxfmi'ki&k'emfru m^wst-??*^ 

!)^T*|Siit, lilt, &T©toffiI&W1-5«JS{t£* (10.7 g) &#7c„ 
T L C : R f 0.61 (^-^rif^ : H^n^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 
(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) C 

20 

»##!]9 

1- (2, 2 - v^p^^-r^yw) -2-^00-4-^ F^yfy 



359 



WO 02/(153565 1 . • PCT/JPOJ/] J 58] 




1 | 

^ms^mmhtz^m (5.0 g ) oJtft^^v^ (uomi) 

E*flSjfc*,a<>:*g) SrJD^t, H'U'^as^^^-f^ (16.9g) £ 

rtffl. 5 TOT fe> LTo^n^tCo 0 °CT* 3' 0 t 

5 fco RJ&ft£4b©^*iJ->' (5 0 0ml) imtt£r % v-y (3 0 g) 

5ait ^Vv&^f-^/g^n^ (10 : 1) -C8sj£ 

h^77^f -',(^fy : /u=.i 0' : 1) TilU, J^T^fe 

mm^-f^mmfc&m (6.6 g )'£#*:„ . , 

10 T L C : R f 0.82 : f^3i5vU= 3:1) ; 

■ ■ I . I ■ ■ ■ 

NMR (300MHz- €DC1 3 ) : 6 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H), 6.94 (d, J = 
2.1Hz, 1H),6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s, 3H) e 

i 

#%gjf 1 0 

15 1- (r-7"n^) -2-^nn-5-^ h^^tV 

CI 



OCH 3 



^j9T«5tLfc^» (1.98 g) ©Tf^tKn^^V (2 0ml) $ 
^ -7 8TCTM.57M©n-^/Hl^-t>A^f->1g?R (8.2ml) fcflP 

^ 30 $mnw u 0 °ct 1 mmmw ltc c mmmznv- 1 s 

20 £PU (0.46ml) SriD^L, 0°CT* 1 i$HW# t/c 0 
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r 

4- : 1^^^= 1 0 : 1) T?fjt#LT, '^T^tHt^-f^ 

mm\&® (o.89 g) ^#fc 0 

T L C : R f 0.69 (^f-> : ftK^^= 5:1) ;■ ' 

i 

i 

, 5 NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 
(d, J = 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H) e 

m^m 1 1 

5- tf* (hV *'?/l'i<'VA') 7^-2->7y-3-^f/K4 - (2 

• CN 




OCH 3 



3 O^IWJpJRftifttfctt^y^ (8 3 2 g) fc, Tyu=r^g^T> v> 
-fy7Y;TO-;-^t Ky K (13.8ml) SrStftWo < 5iPx., 1 5# 

raat# tfc D s^fis^n^ tfc^ 1 0 (11.6 g ) 

15 (D V V jVlsT- K (4 6ml) fiBRS: 2 5#^tf T7JP;ifc 0 

«£»U ^If^Srg^LfcgL 1 3 0°CT2B#^«#tfc 0 KJfc 
»ttSrM*T?&*PU Jfift^f-v^"C*2RLfc 0 ^TO£v-y#^>;*77 
A^nv^77^ (^fy:SH^=10: 1) T?i|*^LT N 
TOttttHSrWi-saaS^-g* (9.5 g) , *5J:WJ^*t LT2-fc** ( h 

20 y * T-A^s V ;V) 7^;-5-^7;-3-^f/I/-4- (2-^ dp- 4 
b^7s=^) t°D-/V (5. 2g) &#fc e 
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TLC : R f 0.34 (^f:^ 1 : if^^V= 1.0 ,: 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.76 (brs, 1H)', 7.10 (d„ J = 8.4Hz, 1H), 7.00 (d, J = 
2.7Hz, 1H) }1 6.82 (dd; J = 8.4, 2,7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0,14 (s, 9H), - 
0.14(s,9H) o > 



#3f$j| 1 2 • ' 

t 

5 -T ^ / - 2 - i/T / - 3 - / 4-'(2-^nn-4-/F^>7 

CN 

H 2 N 




OCH, 



10 l l TMat Lfc^^l (6.27 g)'©^;-/K5 0ml) 

1 ntk^u^ h y (15.4m 1 ) srSffl-eijpitx lmmmnmm^L 

«aiLT, ^T©^t4^tr*i"5^Jl^^ife (4.78 g) £#fc c 
15 TLC : R f 0.20 (^^f->- : gj-ffcoifvl^ 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J - 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H) C 



1 6 



20 1 —i/TJ - 2-*J-;V- 8 -t KndrV- 3 - (2-^00-4-^^ 
*s7zl-)V) -6, 7-v?kKn-5H-^n^ [d] fop [1, 
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i 

1 i, ■ 

i 

2 -a] t° y kxy , .'. • ■ " ; • 



>4» . ' 




OCH 3 



2T'$S5£Lfcte£& (4.15 g) &/BV>T, i:|Pl«0*^*r 
fT^^rt^ioT, ^T^«iiS^Wi-^ti^b^ti (1.35 g) £#7c 0 
5 TLC : R,f 0.15 (^^^^ : St^^l^= 1 : l) ; 

NMR(300MHz, DMS0-d 6 ): 5 12.25 (brs, 1H), 7.31 (d 3 J = 7.8Hz, 1H), 7.20 (d, J = 
2.7Hz, 1H), 7.02 (dd, J = 7.8, 2.7Hz, 1H), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), l03 (m, 2H) 0 

io MMMi 7 

l-i/7y-2.-^f^-8- (3-^yf;l/75/) - 3- (2-* no 
-4-/ \-$r^/7 -6, 7-^tKP-5H-^o^ [d] 

tfDD [l, 2- a] v^y 




OCH 3 
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tKXoXM^Ltzl -i/Ty-'2-^^/W-8-^PD-3- 
D _4_^ fdrv^^-/^) -6, 7-i?t Kt3-5H-v-^n^>-^ [d], 
t'nn.[l, 2-a] h° y ^ i/y (1 8 Omg) H»J2£|i?]ai 
5 ©3ftffS:fT*5itfcJ:oX,.»T©»ttfl[S:^r.i-5«Jlfb^4fc (i l 2m 
g) £#7c c 

T L C : R f 0.36 ( : Jg^SSt^.f-jU= 9 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.25 (d; J = 8.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz, 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03(t,J = 7.5Hz,3H) o 

mmm n (d . 1 . • 

1-^7;- 2-7<^-8-v ? 7 P nhVWT^y-3- (2-^nu-4- 
15 ^ h*is-7^~ju) -6, 7-^t ,KP-5H-^P^y> [d] t'PP 
[1, 2- a] t°y $ v>y 




0CH3 
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1 2 -*mmm 1 6 -*mtm 1 1 1 mmomtzft ? r <t ^ £ o t^t 

T L C : R f 0.39 (^•frl' : @^ac^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.26 (d; J = 8.1Hz, 1H), 7.06 (d, J = 2.4Hz, 6.89 
' 5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 

5 -75 S-4-is7y-2, 3-v^5vl—l- (2-^^/V-4-^Y 
10 ^i/7x=)>) fc e o— , . ' 




OCH 3 



2 h^rv-T— y V (1 0 g) <D h/Wcc^ (1 2 0ml) 

|»fC N 7-fe (6.43 g) *5it)«p- -7KfP#5 (4 4 

mg) S:Jnx. N a^**2NFKJPf»3a«Lfc„ KJSS^*SrM*-C?&Sl||, 
15 vD/^h!)^ (4.6m 1 ) fcJn*., 12 P#K»« Ufc 0 ft*P LfcSJt&* 

ttfcW-*-5«Bffc£* (5.73 g) fcfcfc. 
T L C : R f 0.65 (^f-^ : ftRif/V= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) 0 
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2, 3 - ^^f 4 -7; ^ / 7 1 - :( 2 - ^ f /l/- 4 - ^ r^S/? 

-6, 7-^tKp-5H-^P^ [e] t°'P d [2, 3-b] fc° ]) 




OCH 3 

' 1 
1' ' 1 

&%mi 3-?m&v±ik&!$ (4.0 g ) o^if^ (4 0mD v- 

* *^y? j<yy <1.46m 1 ) $3 Jlt/p - N/Wc V^/^^gt ■ 7k?P#> (4 0m 
g) ^P^'j^TKL^^fe 1 2B#»flS^Lfc 0 ,^»^-fe7-r l>3ilU 
10 6m%WkmLtz 0 Tfr=t^W%T, mmo^kv- Yy t Ynyyy (TH 
F) (8 0ml) ?g?£fc N OtT^MJJf^^^yyp tVU-T5 K (15.7 
ml ; THFfS) £*n;L MlTffiU 5Pf B 1I#tfc 6 Rj&m&m 

15 77^- mm^T-fr) ^mm lt n j^t© wsja^^i-^tiM^t) (2.85 
g ) zntc B 

T L C : R f 0.51 p n jJvUJn : ^ / — /U= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2.10 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H) 0 
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I, 

I 

mmmi 9 . ' ■ , > , : ," ; • 

, ; '| 1 

^ h*is7~*~lV) -6,' T-VtFd-BH-^o^ [e] t c PP 
[2, 3-b] fc-'JJv^ . ' : / 




0CH3 



mmUl'8-t:m^Lrzit^ (6 OOmg) ©THF (60ml) i&Jfcte. 
0°C-eMJ^^/VT^> (5 2 0/i 1) fect^n t°^-^^ n y K (18 

mm^ir^mmi^m (45i mg ) zntz. 

T L C : R f 0.60 n n afc^A : ;>< ^ J —;V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 (m, 1H) 5 7.08 (d, J = 8.4Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1 .88 (s, 3H), 1.33 (m, 
3H)„ 

MMM 2 0 

2, 3-v J ^^/l/-4-7 P nhVVT^/-l- ( 2 f)V- 4 
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-6, 7-^Ko-5H-^nXy^ [ e ] tfnn [2,' 3 
-b] klv^y • 



HN 




rl 




N 






OCH 3 



CH 3 



mmmi 9x*mmLtzik&m usimg) ©thf (5.0m n wrn^ 

5 1 2.M/J?7 Vx>} f-)V7^)V7 4 K#b4$ (4.8m] : THFft) *JPx. % 5B#H1 

^7^^dv(>^77^ (-^^rf-^ : ^m^/^= 1 : 1) TiffM LT, 
10 ^T^ttW^^-r^^^^ (2 6 8mg) &#fc c 
T L C : R f 0.47 (^-f^ : ^zn^-/U= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.09 (d, J = 8.7Hz, 1H) ; 6.85 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H) 5 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1 .97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1 .02 (t, J = 7.5Hz, 3H) 0 

15 

Hifeflil 2 1 

2, 3-vV9vl—4- (N-^5vl^7/l^-^-N-:/a tVl^T 5; 7) - 
1- (2-^ =f)V-A-t Y^^y^=-;V) -6, 7-^tKn-5H-> 
^n-<>-^ [ e ] t'PP [2, 3-b] t'Uv^ 
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OCH 3 



Hi£0ij2 O^SliSLfcfl^fe (2 3 4mg) (OMfct^V^ (3.0ml)'* 
T/v=?V#HMT, 0 o CT.MJ^^/WT^V (3 6 0/z 1) *3±t*/ 
n t'*ym? n y F ( l 3 4 ju l ) fcfln*; • l B#NHfc#Lfc 0 ®S»£4b4r 

7 & $ m~4- \ ■>? y y 4 *— (^-fy :^m^f-/U= 2 : 1) "OffM LT N 

uT(Dmm&#-tz>mmik£%> ( 2 4 2 g ) £#7t e 

T L C : R f 0.57 (^^rf-> : ^^^U= 1:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.11 (m ; 1H), 6.90 (d, J - 2.4Hz, 1H), 6.85 (dd, J - 2.4, 
8.4Hz, 1H), 3.92 (m, 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz. 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) D 

15 Hi 2 2 

2, 3-v ; ^^-4-v } 7 e P tVl-T^ 1 - ( 2 ^-4-7^ 
iyy^^jV) -6, 7— S?fc Kd-5H-^p^^ [e] t'PD [2, 

3-b] fy^y 
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OCH 3 



mmm2 i-vmmLtzit^ 02 4 2m g ) zm^x, mmm2 o.tmm 
oim^tiaoT, &T<om&m&%'tz>mm<b&® a 8 2 mg ) 

5 | TLC :Rf 0.45 : g^m^v^= 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J = 7.2Hz, 6H) D 

10 

mmm 22m 

2, 3 -v^^-4- (N-^fvP-N— <^^T^ 7) -1- (2- 
^ 4 Y$ri/7 ^— jV) -6, 7 - i?t Ko - 5 H — 1/9 u^yf 

[e] t°nn [2, 3-b] t°Vi?y 
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OCH 3 



-^MMM 2 .0 2 1 ->H»J 2 2 t fflm<Dmi¥%?T ?ri:iaot, 

5 T L C : R f 0.41 (^"fr |^3L^vU= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = S.4Hz, 1H), 6.86 (d 3 J = 2.7Hz, 1H), 6.8] 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (ra, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2 05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, 3 = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 
10 3H) C 



mnmn 

15 j$ft*^-fz>m\ i o om%mtc 0 

• 8- (3-^yf^7^y) -2-^^-3- (2-^^-4-^ h 
-6, 7-^tKo-5H-^a^ [d] k^^B 

[1, 5 -a] t°U 5 i^y 5.0 g 

■ ^7/V^>v'^^-fe^a-^^^v'^2> > (^^IJ) 0.2g 

20 ■ (pm#J) 0.1 g 
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B , 



•WMtih-t/yn^x . • . 4.7 g 

5 To 7 ^MZ^iM U fcifcfc ± 19 U 1 T V^4> 2 0 m g 

tt£fc£&-^T?> 7 1 0 0 #£#fe 0 

• 8- (3-^^1/75/) -2-^^-3- (2-p<^-4-^ h 

f 

^r^^i^) -6,' Kd-5H-^p,^ [d] t'r/n 
[1, 5 -a] y.y,5^ 2.0g 

10 • -7^- h-ZV , , ; . ' " . . 20g 

• i<^7k •' ' 500m 1 
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i * 




a) 



1 1 



5 (5t<K ' - 

U&ZXfZfMft^Wab&LX^ CR\ NR>\ ^fftf*^ @>ff?fHK ffiM 
10 C = 0£fcteC=S£S^U 

(i) 7K#M J Fx 

(ii) Cl~8 7A^/K 

(iii) C 2~8 7;^-;K 

15 (iv) C 2 — 8 T^^r^/K 

(vi) CF 3 , 

(vii) v'Ty, 

(viii) -fP v 

20 (ix) N R 9 R 1 0 R 9 *5j;t)«R 10 {±^rtim^LTs 
(ii) C 1 ~ 4 T/l^K 
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t 

aii) c3~io©^it)i< it - m^mm. 

Gv) i ~4f@(Dg*jg^/ i^2m<Dmmmi : -&£Tf/-$itcfci.^2m 

(v)C 3-1 0©fIt)L<fiZS^«It% <bL<«l~4i@<7)^ 

i 

(x) OR 11 GS^ R 11 ^ . . 
10 (ii) C 1 — 4 T/I^/K 

Gii) c 5 - 6 

(iv) 1 - 2|Hl(DgmmT- N 1 filCK^lST-SS i-T^/Sfctt 1 fiOfitHj^ ' 
=¥■ Sr-^Wi" 5 5 £ (1 6 A©&3S3!L * it It 

(v) C 5 ~ 6 ©^ilt) l< li 1 ~ 2 i©til? N HB©KSm-7r*5 

(xi) SH, 

(xii) S (0) n R 12 nftO v l£fcf*2&£:bU R 12 « 
(i)C 1~4T/V^K 

20 (ii) C 5 — 6 (Dpkmm, 

an) i ~2ft©ss*ns^ ifioK*i)!(^*ij:tf/*fcf4 1 m<omAm 

(iv) c 5 - 6 <z>^*#t> b < tt 1 - 2 fi^asHJDR^ l fl©H*JDK*-*3 

25 ^f;Cl~4 7/W$pt„ ) , 

(xiiOCOR 11 , 
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(xiv) COOR 11 , 

(xv) CONR 9 R 10 , 

(xvi) c3~io©^t)i< w: - m#j%m^ 

(xviii) ^n^ylf, CF 3 , OCF 3 , v'7A = ha N N R 9 R 1 0 N OR 
l K =N-OR x \ SH, S(0) n R 12 N COR 11 , COOR", CONR 
9 R J \ C 3-1 0©|i^U< ttZHSK#S| % *5j:t5l— 4fl©at*w : f-, 

1 ~ 2{H««^fe «fctf/3:fcte 1 ~ 2j@«^^^^-rS 3-10 

10 M<o%mbL<i*-m^mm>bm&tiz>mi~2mx*m&£frr^zc ■ 

R 13 fi 

(i) TkfgJg^ 

(ii) C l~4T/V^K 



15 (iii)C 2~4 7;>^=;K 

(iv) C 2~4 7;^^;K 

(v) C 3 ~ 1 0 L < f±Zj|^R*ai N 

(vi) l~4fll<Z?M3gJ^ N 1^2B<D®mJ% I f-te£ll/~£tilil~2m<Dfli 
20 (vii)C3~l 0©^Ht> L< t4rai^*ai*C % tfcttl~4i@O^0 : f-, 

i~2m<Dmmmi L te£x?/iztziti~2m<DmMm*&^ : &tz>3~i o 



25 |1C1~4 7^/K C 1-47/^^ '^^Igms.fctfC F 3 d>bjl 
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i, 

R 1 13 . , .. . 

5 (i) l ^s^cDR^Tg^^HTV^^^^t^filig^c i~87;^;k 

(ii) l'~5{H©K 14 T-gm$*lW5/^t> L< nmW$:<DC 2-8 7;^^ 

(iii) l~5f®<7)R 14 Tg$k$tl/0^^t> L< f£M&<DC 2-87/^^ 
10 (iv) N R 4 R 5 R^i^R't^MtlMLT, 

(ii) l~5{@cDR 17 Tg^$i^TV^5^^L<(^^igm<^Cl~l 57 

(iii) l~5te©R 17 Tgm$^^TV^5^ 1 bL<{msg^OC2~l 5 
15 T/t^~'/K • ' , 

(iv) 1 ~5|i©R 17 -eff^$^TV^5^ti L< fi^S^<DC 2~ 1 5. 

(v) l~5#IcDR 18 l:•Km^i^TV^^^ 1 bL<fl^g^(7)C3~l 5 (D 
20 (vi) l~5#|(DR 18 Tgm$^LTV>?)^^L<ft^g|^(Dl~4#l^ 

(v)OR 6 (S^, R 6 « 
(i)TK^Jl^s 
25 (ii) C 1 ~ 1 0 T/l^K 

(iii) C 2~ 1 0 7^^/K 
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(iv)C 2—1 0 7/1^=^, i ' 

• (v) l-S^OR^ft&Stl/TVStf^ t< ttif|I&©C3~l b<D 

(vi) 1 - 5 {@ (D R 1 8 t'lt $ i%X V n 5 t> >L < fi$Sg^<D 1 - 4 #1 <Z> 

3-1 5l©^ltl<a^IiI, S'fcft 
(viO^n/fViF^, CF 3 , OCF 3 , v/7V> ~bn, NR 9 R 10 . O 
R 1, v = N-OR 1 \ SH N S(0) n R 12 s COR 11 , COOR 11 , 
CONR 9 R 10 , l~5^<7)R 18 T*e^$tLTV>?)}6^ U<fl«ig^(D 
10 C3-1 0<D^hL<fc-$k-&mmms &<£TJ*l~5{S<DR 18 -eg& 

^*5j;t;/*fc(ii-2{si(Z)iif^^^^wi-S3^i oM£>#gtt> 

4T/l/^v^^b-f 0 ) ^ 
15 (vi) S H s 

(vii)S(0) n R 7 n(iluffii:PDE*^*^L, R 7 te 

(i) C 1 ~8T^3VK 

(ii) l~5{@(DR 18 -eB^$nTV^^^L< 3-1 0?) 
20 (iii) 1 ~5te<£>R 18 Tg^$tlTV^75^ U< te^gifc^ 1 - 4 f@© 

^suit-, 1 - 2m<Dmmm*te£ip/*tci$ 1 - 2^|II«3tJI^£-g• 
;fr-f53~l 0MO^t>L<«-^li«^ tfctt 
(iv) l-5j@(DR 18 -eE^$^TV^^t>L<«litt^OC3~l 0 

t> t < » - m^B.mm.x\ t. it it 1 - 5 m o r 1 8 -esm $ v ^ 

25 t< l$mM&<D l~4{@<2^SfllH 1 N 1 ~2j@©$^fH^oJ;t^ 

/^fc{* i~ zm^wLnw^^-t^ 3- 1 oi^^it)i<m 
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\ 

I, 

♦ 

(viiOCOR,^, ' . • 

(ix) COOR\ •• •••• 

(x) CONR 4 R 5 ,. ■ " , . 
5 (xi) NR. 8 COR? 8 (SI 3 , R 6i it 

i 

(ii) C 1 ~ 1 0 T/V^r/K 

(iii) C 2~1'0 7H=;K 

(iv) C 2 ~ 1 O.TVMf =>K 

10 M^vtfym*, CF 3> OCF 3 , = hP, N R 9 R 1 ° N O 

R 1 1 = N — O R 1 1 , SH, S(0) n R J V COR 11 , COOR 11 , 
fe e J:t^'CONR 9 R 10 ^b51(m5Sl~2f®T•gm^nTV^§C 1~ 

(xii)NR 8 COOR 6 R 6 {tSufS CS*^*^ L, R 8 {1 

15 (0**JSRv ' < 

(ii) C 1 ~ 8 7Vl"¥/K 

(iii) C 2~8 7/V^=;K 

(iv) C 2 ~ 8 X/l^— /K 

(v) l~5^S|CC)R 18 -eg^$tlTV^5^^t<tt^SgmoC3~l 00 

20 w^kh l < fa zzatstf** at 

(vi) l~5{@(^)R 18 Tg^$tlTV^^^ L< l$mM&(D 1~ 4{g|<D 

(viO/ND^Vjg^ CF 3% OCF 3 , v^7A = hn, NR 9 R 1 °, O 
25 R J \ =N-OR 1 \ SH S S(0) n R 12 , COR 11 , COOR 11 , 

CONR 9 R 10 , l~5fli©R 18 TS^$i^TV^5^t>L<{iilg^© 
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■ I, 

I 

(xiii) NR 8 CONR 4 R\ 

(xiv) 1 ^5|OR ^Tg^ftTl^^ t< (i^fi^^C 3~ 1 5©^ 

(xv) 1 ~ 5B<DR ■ 15 T*g&$;fc/CV , >5.j&>t> L< fitif£g&<0 1 *~4m<Dg.miEL 

io ^ N i~2#i«^ig^j;t//tfctti-2i®oa^M^^^r"t-5 3~ 

R lla l*(\)7mW^, (ii)C 1 - 4 C 5~6 ©#£18 

*ytf± i ~ i fiosafus^*? i^/^/tri 1 ^©jifcjtJi^ 

15 R 14 fi(a)^n^^^ (b)CF a > (c)OCF 3 , (d)v-TA (e)^fn, 
(f)NR 4 R\ (g)OR\ (h)=N-OR\ (j)SH, (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R\ (o)NR 8 COR 6 , (p)NR 8 CO 
OR\ (q)NR 8 CONR 4 R\ (r) 1 ~ 5{I1<Z)R 1 ^ffl&^ftTV^^fc L 
<liHli©C3~l 5©^iL<iiZMiI, *fctt(s) l~5fli(£ 

20 R ls T-fi^$nXV>5^t) t< tt$itt$l<D 1 ~~4m(OmMU I i-, 1-2111© 

R 1 5 ft (a) C 1 ~ 8 T/>^/K (b) C 2 ~ 8 T)V^=.)V S (c) C 2 ~ 8 7/1"* 
— /K (d)Cl~4 7/^^ (Cl~4) 7/i"*7K (e)^n^>Jg^- > (f) 
25 CF 3S (g)OCF 3 , (h)^7A (j)=rn % (k)NR 4 R\ (1)OR 6 , (m) 
SH N (n)S(0) n R\ (o)COR\ (p)COOR 6 , (q)CONR 4 R\ (r) 
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i 

I, 

i 

9 [d] fc'^/p [i, 5-;a]' f^v^ . 

(51) 8,r- ,^3i-^V/VT5^) -3-''<2,' 6.-^*771—4-.?* 

5 -a] t°y ^v?^ ■ ' , . 

5 (52) 8.- (3-^^^/VT^y) -3^ (4, 6 - i?* 2 -/ h 

-6,', .7-^tKn-5H-^n'^ [d] t'r/n [l, 
5-a] t°y ^ v^ N 

(53) 8- -2-^/l>-3- (2, 

4-.* h$->7^~/U) -6,,7-yt KD-5H-^P^ [d] t c 
10 7^n [l, 5-a] fy^v^ • . ". 

(54) 8 - .'('3 — ' <V^)VT X J) -2-/f-;U-3- (2, 6-v^5vW- 
4-t h*is?*—M -6, 7 -S>fc Kp- 5H-^ u-<y? [d] f 

7/pTI 1 , 5-a] t 0 y$v>> N 

* ' " '. 

(55) 8 - (3-*^;^y?>-3-' < )V) T % J - 2 ~* fvl/- 3 - ( 2 
*-[d] t°y/p [1, 5-a] tryss^ 

(56) 8- (3--<yW^;) -2-^^-3- (5-^pp-1, '3 
-v^dr-y-^^>-6--f/P) -6, 7-^tKn-5H-^P^ 

[d] t°yy*P [l, 5-a] t'y^v^ 
20 (57) 8- (N-ph^vI^-N— ^v^T^ /) -2-^^/1—3- (2-^ 
f-^-4-^ h^rv-^^^/u) -6,7 -v>t Kd-5H-^ p^£ [d] 

t'r/p [i, 5-a] h c y 

(58) 8- (3— <^7^/) - 2 ->fvl— 3 - (2-^PP-4~h 
^7^py h^>7xr:/l/)-6, 7 -i^fc Kn~5H-^P^[d] 

25 fr/p [1, 5-a] t°y^i>^ 

(59) 8- (3-^V^-yVT^y) - 2 -Jf-jV- 3 - (2-ypp-4-^ 
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h*i/7*:=-M '-6, 7^Fn-:§H-V^i?^ [d] t'^/n 

(60) ^-''(N^^^'-N-' (2-* f^f^f^) 7^/)'t-2-^ 

(2-^^-4.-,^ h^fS/? r-6,, R P — 5 H 

5 p«<i/> '[d] h'yy'xj [l, 5- a]' t°JJ ^ v^^ N 

(61) 8- J) -2-/^'JU-3~ (2-/ 
5-^^,f;V7i=/l') -6, 7-^tKD-5H-^D^ [d] fc° 

7/d [i,. 5-a,] ey s;v>>\ 

(62) 8-7i=^7^-2-^f;W3- (2-^^-4-^ h^->7 
10 ol~;V) -6,"7-^t Kn-5H-^^y^ [d] fy^P [l, 5 

-a] MV'i*?*. ■ 

(63) 8- (2-^f/l'7x^) T^y- 2-^^-3- (2-;*^- 
4-^ f'dr^7t=/H -6, 7-i?tKn-5H-^D^ [d] t c 
7/n [1, 5 -a] try Sl^V, 

15 (64) 8-'(3-^Wt5^) 7 5.7-2-^^-3- (2-^^/W- 
4-^ h^7x^) -6, 7-^kKo-5H-^n^ [d] t° 
[l, 5 -a] try 5 v>>\ 

(65) 8- (4->f/V7x^) T 5:^-2-^^-3- (2-^5vP- 
4-^f^7i-;l/) -6, 7-^tFn-5H-^n^ [d] fc° 

20 7/n [1, 5-a] 51 v>>\ 

(66) 8- (N-7x^1/-N-7d fcVKTS;/) -2-^^-3- (2- 
^f^-4-^ h^7x^) -6, 7-7tFo-5H-^o^ 

[d] t'yy'n [i, 5-a] try 5^ 

(67) 8- (N-^y->-N-^n^75/) -2-^^-3- (2- 
25 ^f^-4-^F^7x=;V) -6, 7-^tKn-5H-^D^ 

[d] t e 7/p [i, 5-a] try 
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(68) 8- (N, N-iSTV^TZ;) -2-/J-JU-3- (2-p<7VU-4, 

-6, 7-^Kp-5H-^p^ [d] t°7 
[l, 5 -a] k°y 

(69) 8- (3— <yf;l/7^) 7 2-/^-3-,(.2-^/k-4-y 

i 

5 ^f;l/7^7i^) -6„. 7-v^t Kn-5H-^n^'[d] .t* 
75/ a [1, 5 -a] t°y$t>> N . 

(70) 8- (l-7s 1 =/^D^7 5y) -2->5vk- 3- (2-^/W. 
-4-^ -,6, 7-S?fcKD-5H-^D^ [d] 
fc'^P [1, 5 -a] tTJJ 5v?> N 

10 (71) 8-,(N- (2-7 3.~;v^jv) -N-^n fcVt-7 ^ /) -2-^, 
A~3- (2-^^-4-^ h*i/7^-/U) -6, 7-i^tKn-5H 
-v^n-O-? [d] [l, 5- a] *V 

(72) 8- (N- (3-7x=/k/DtVW) -N-7°ut 0 /UT$;) — 2.— ^ " 
TVl^-3- (2-^^-4-^ h^v'^cx/u) -6, 7-i?tKo-'5 

15 H-^P^^ [d] k'yy'o [1, 5- a] fc'J}*^ 

(73) 8- (N- U-^^/K/fvl') -N-7B^75;) ~'2-*J- 
}V ~ 3 - (2 -^A—4-^ r^v^* :=./!✓) -6, 7-v?kKc-5H 
-S^n^* [d] H'yyn [i, 5-a] t°y^>, 

(74) 8- (l-7x^-2-7f^) 75/-2-^^-3- (2-* 
20 ^vl—4-^ h^xs/I/J-e, Kn-5H-^n^[d] 

t°7V*n [l, 5-a] t°y^v^ 

(75) 8- (l-7x^-3-^y^) T*;-2-*J-;V-Z- (2- 

h*~s7*~;v) -6, 7-ytFp-5H-^n^y^ 
[d] t7y'n [l, 5-a] t°y$v?> N 
25 (76) 8 - (N- (4-^f-;U7i=^) -N-7°n tV^T 5 y ) -2-^ 
/l— 3- (2-^^/1—4-t h*^7^-;u) -6, 7-v>fcKn-5H 



396 



WO 02/(153565 PCT/JP01/U581 



-i/?ns<>* [d] t^y'njl, 5 -a] H°V^i?y, 
(77) 8- (N- ^^-N-T'n tVUT5;y) -2 

-^TvV-S- (2-^^-4-^ mF->7ai=/V) -6, 
-5H-^n^'[d] h'yy'ia [ 1 , 5 -. a ] fcT'P ^ , 
•5 (78) 8- (N- (3-^^/P7rcn/W) -N-7°a fcVWT ^7) -2-^f" 
/U- 3- (2-^^-4-t^ h^rv-y^-yu) -6, 7-^tKa-5H 
-^O^* [d]'k'7yP [1, 5- a] t°y^v>>\ 

(79) 8- (N- (4-^ h^v'^i-zV) ^f;l/-N-yo tVVT^ V) - 
2-^^;V-3- (2-*^- 4 h^i/7 3L=/U) ,- 6, 7-i?tK 

i 

10 n-5H-^0^ [d] t7/n [1, 5 -a] t'V ^V>\ 

(80) 8- (N- (4-^nP7i^) ^f/U-N-^nt!^7$y) - 2 
-tf-fr-z- (2-^f-;v-A-^Y^yy^=^jv) -6, 7-v^fc Kn 

i 

-5H-^n^ [d] tyy'n [l, 5- a] fcTJJ 

(81) 8- (N- (2-p<^7i=yU) -N-yntVUT^/) -2-^V 
15 /U-3- (2-^f;l'-4-^^7i^) -6, 7— 5?tKo-5H 

-v-^p^^^ [d] t^y'o [i, 5- a] try 

(82) 8- o-^yw^y) -2-^^-3- (2-^w?y 

-4-^^/Vh cl J v>>- 5 —-f/U) -6, 7-^tKn-5H-^n^y 
9 [d] ty/n [l, 5 -a] t°y^v^ N 
20 (83) 8- ( (2 S) -1-^ h dpi/- 3-7 31^^-2-^0 \f;V) T^S 
- 2-*J-/V-3- (2 -^f/V-4-^ h**sy*~A') -6, 7-v^t 
Ko-5H-^D^y^ [d] t°7/P [1, 5-a] t°y^^y N 

(84) 8- (N- (4-^fW7x=;V) ^ ^-N-7*o tf/PT $ / ) 
-2-^^-3- (2-^^/W-4-^ Y**/y zc.z.JV) -6, 7-i/t 

25 Ko-5H-v / 7o / ^^^ [d] fc'^/p [1, 5-a] t°!J 

(85) 8- (N, N-S^fvVTS/) - 2-^f-^-3- (2-*<fvU-4 
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Y*i/y aL=.;V) -6., ■T-'v^ Ko-5.H-^n^'[d] t°y 

(86) 8 - ( (N- ^ -^-N - -f^/VT i;) *f>V- 3 - ( 2 - } <f- 
;V-A-^ Y^yy^^jV) -6, 7-^kFn-5H-^n^ [d] 

5 t^^/o [i, 5-a] t°y^v>>\ '., 

(87) '8 - (N- ( 4 - ^ f ^7 ^ f /V - N - 7*f ^7 ^ 7 ) -2- 

t 

tf-ju-s- (2-/?;is-4-J Y**s?*-?v) -6, 7-i?kKP- 
5H-^D^ Id] k°y^P [1, 5- a] t o n^ 

(88) 8- (N- (4—/^73i=^) ^,W-N- ( 2 -^ h^v-^^) 
10 T^y) -2-^^/U-3- (2-^^-4-^ari/7 I - ; v) _ 6> 

7-^fO-5H-^D^ [ d ] fr/p [1, 5-a] 

(89) 8 - ('N -^d'7p tVW- N - ( 4 - * 5vt>7 * ^ * j ) 

^ ' '' ' 

-2-^^-3'- (2-^^V-4-^. h^>7 ;t -^) -6, 7-v>t 
15 Kp-5H-^0^ [d] fc^V-n [l., 5-a] try*^ % 

(90) 8- (N-^o7 e BWf/l'-N- U-^fvK^^) ^f/l/ 
7*5/) -2-^^-3- (2-^^-4-^ h«¥i^7 3i=/U) -6,' 
7-^tKD-5H-^P^ [d] t'^/n [1, 5-a] t°JJ^ 

20 (91) 8- (N, N-^dW^) -2-^^-3- 

4-^ F^>7x=/l.) -6, 7-^hKP-5H-^P^ [d] t e 

r/p [i, 5-a] try Sv>>\ 

(92) 8- (N- {A-^f-JVy y^-N- (2-7^=/U) 7$ 
/) -2-^^-3- -6, 7- 

25 i?kFP-5H-^P^ [d] fc'^y'n [l, 5-a] fc°J) 

(93) 8- (N-7-D^-N- (2-75^/k) 7^7) -2-*?vV-3 
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i, 

i 

- ( 2 - ^f ;V'-4 - ^ bdfV7xi;U) , - 6„ 7 + i>M Kd - 5 H-i/? 
ft]'tr?i/o [1, 5-a] trjUt^ 

(94) 8-'('5-.7^^T^y) -2-^.^/1— 3- (2-7 9vl>+4-7 f 
^^^^-/U) —6, 7-v>b Fn-5H-^nXy^ [d] t°^y^ [l, 

i i 

5 5-a]' fiJ ^-b^ " ' ' 

(95) 8- (N-v^ P^^^yk-N- (4 -^f-;k7xx;l/) 7 5vKT5;/) 
-2-^'.^/l>-3- (2-7^-4-7 7^ ~/P) -6, 7-v>b 
FD-5H-^q^ [d] t'7y'P [1, 5-a] b°y^v^ 

(96) 8- (N-V^P^DkVMf;V-N : (4,-^fW7x^V) 7 
10 fvKT^y) "-2-7^vV-3- (2-/f^-4-^ RV7x^) - 

6, 7 -3? : fc Kn- 5H-^ n^/^ [d}t°7/D [l, 5-a]'b°y 

(97) 8- CN^- ; ' (4-7/^u7i-;i/) 7 ^-N-^n b°/V7 ^ 7 ) - 
2-7^-3- (2 -7^-^-4 -7 Y^rl/y ^=-;V) -6, 7-v ? bK 

15 P-5H-7^n^y^ [d] t'yyv'li, 5-a] b^v^ 

(98) 8- (N-^n^-N- ( 4 -7 J-;V7 ^~jV) f?)VT%j) 
-2-7^-3- (2 -7^-4 -7 b^v-^^^/V) -6, 7-v>b 
Kp-5H-^p^ [d] t°7^D [l, 5-a] b°n 

(99) 8- (N-^fvV-N- ( 4 - 7 f/V7 a^—jV) J>^)\<T%J) -2- 
20 (2 -7^-4-7 Y**/7aL^)V) -6, 7-^bKn- 

5H-^a^ [d] t°y/D [1, 5-a] b°y^v^ 

(100) 8- (N-T'PtV^-N- (4-M)7;^n>f;l-7x^) 7^ 
^75 7) -2-7^-3- (2-7^-4-7 h^rv^^/lT) -6, 
7-v>b Fo-5H-^n^ [d] t°7^n [1, 5-a] b 6 ]) ^ v> 

25 ^ 

(101) 8- (N-7°PbW-N- (7f7tKn777-2-^l') 7^ 
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7-i>k'Kn-5H-^n^ [d] t 0 7/p [l., 5- a] tfJUv 5 

(102) 8- (N-^/b-N- (2-^ bdfv'i^/U) 75 /) . 
5 /W-3- (2-^5vb- 4-* h*ri/-7*=L/U) -6, 7-S?tKi-&H 

-S^n^* [ d ] t°7^n [l,. 5 -a] bry*^ % 

(103) 8- (N-^ntf/l/-N-^c^Dlf/i/7$;) - 2-^^-3 
- (2-^^-4-^f^7x^) -6, 7-^tKn-5H-^' 
n-<^ [d] f^'o [1, 5 -a] k'U^v 1 ^ 

10 (104) 8- (N-^n/f/Mf;i/-N- (2-^ K'drv^^vb) 7>y) 

-2-^^-3- (2-^?Vb-4-p< Ki/7i=^) -6, 7-i?t ' 
Kn-5H-^D^ [ d ] fc°7l/p [1, 5-a] f])5i» x 

(105) 8- (4-^7*^7^7) -2-;*7vb-3- (2-^d'-4-" ; ' 
? h*ri/-7^~/U) -6, 7-7tKn-5H-^n^ [d] h°y,V 

15 d [1, 5-a] try * v 5 ^ 

(106) 8- (N-v-i? a^n tVV^^-N- ( 2 - ^ y /b) 7'> 7) - 
2-^^-3- (2-^^-4-^ Y*>'7*.~/1<-) -6, 7~v>tK 
p-5H-^d^ [d] t e 7/n [l, 5-a] t 0 y$i/y N 

(107) 8- (N- (2-p< h^v^fvb) — N— (2-^U^) 

20 -2-^^-3- (2 y*r*y7 -6, 7-v>t 
Kn-5H-^7n^y^ [d] \?yifn [l, 5-a] h°P 

(108) 8- (2-^1)^757) -2-^f7P-3- (2-^f-/V-4- 
p< Y$ri/7^~;V) -6, 7-i?k Kd-5H-^p^ [d] t°7^ 
D [1, 5-a] t°U ^ v>>, 

25 (109) 8 - (N-v^ n7°D tVb^fvb-N- (4 ^7x^) 

^7 5 7) - 2-^?vu- 3 - (2-^^/V-4~/ Y^yy^jv) -6, 
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• I, 

i 

7 - v?t Kp - e-H^^ DK^ [ d ] , fc°7,y n ,[ 1 , 5 - a ] t° y ^ v> 

(110) 8- 1 ' (N-^pW-N- (4- by ^/^P^^^-^v-i^^n/U) 
p^/W^/) —2-^^-3- (2-^^-4-^ h^v^rc-^) 

5 -6, 7-^t'W-5H-^P^ td] t°7 v /P [1, 5-a] t° 

y ss?>\ 

(111) 8'- (n- (2-^^-y/v) -N-^^p/p wf^r^y) - 

2-^fvU-3- (2-^PP-4-^ h^rv'7x^) -6, 7-i/kK 
p-5H-^^y^ [d] t c 7/a [1, 5-a] IfH^ 
10 (112) 8— (N— tVl/— N — (3-^^731^^) - 
2-^^/U-3- (2-7^^-4 b^v-^:^) -6, 
P-5H-^P^^[d] \?yy*u [l, 5-a] t°!J 

i i 

(113) 8-iN-^n tVl^-N- (2-^^:7^-/1/) ^fvVT^y) - 
2 -T^A— 3 - 4-^ f^r;/7x^) -6, 7 — V s fc K 

15 p-5H-^p^ [d] fy/P [1, 5-a] t? JJ ^ 

(114) 8- -2-^?VU-3- (2-fDD-4- 
;x h^v^^^/l/l -6, 7-^tFP-5H-^P^ [d] t°7^ 
n [1, 5-a] f y ^v>>\ 

(115) 8- (N-^^-N-^^^T^/) -2-^^-3- (2- 
20 N^>:7^-^) - 6, 7-^tKP-5H-^P^ 

[d] kyy'p [1, 5-a] t°y 5 

(116) 8- (N-^fvl'-N- (3-^^^) T^7) -2-/3-^-3 

- Y^-isy -6, 7 -i^fc Kn - 5 H— S'* 
n-<^ [d] t^yci [1, 5-a] t^v^, 

25 (117) 8- (N-^/l'- N- (4-^7°^) T^7) -2-^^-3 

- (2-^^vl— 4-7* h^>:7:x^/l0 -6, 7-i^fc Kp-5H~^ 
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" P-O* [d] ty^P [1, 5-a] t°y^v^^ 

(118) 8- (N - i/^ P 7Y^-N - y o $ 7 ) - 2 -^fvU-3- 

(2-y?vU-4-y Y^yy^^;v) -6, T-^ Fn-SH-^P, 
[d] \?yy*u [i, 5-a] t°y$v>^ 

5 (i'i9) 8- (n->t y^/w-N- (2-v^?-^t^ y^^/k) f ^y) 

-2-^^-3- (2-y?vU-4-y f^v^^/l/) -6, 7-v>t 
Kd-5H-^d^ [ d ] tyyn [l, 5-a] fc o y:>v^ N 2 
(120) 8- (N-7°n tVu-N-. (4 -7/^D7i^) y^/KT^y) ' 
- 2-/f-jU- 3 - (2-^PO-4-^fir^7i^) -6, 7 -5?fc 
10 Kd-5H-^d^ [ d ] tyy'n [1, 5-a"]Vy$S^ N 

,(121) 8- (N-^p7ptV^f;U-N- ( 4 - y/M-p y ^jV) J. 1 
f-^T^y) - 2 -y 3 - (2-^dp-4-^ F^i/7x-;^) - 

6, 7-^tKn-5H-^P^ [d] ty/P [1, 5-a] t°!J "' 

15 (122) 8- (3 °^7$/) -2-y^-3- (3-ynn-5- 

hyy/^ny^t°yv J >-2-^^) -6, 7-v>t Kp-5H-^ 
n-O^ [d] tyy'o [1, 5-a] t°y^v^ 2 

(123) 8- (N-y^/V- N-/P fcVl^T'^ y) - 2-y fvU- 3- (2- 
^f^-4-^h^/7i^) -6, 7-v>t Kn-5H-y^P^y^ 

20 [d] t°7y~P [1, 5-a] fc°y$v^ 

(124) 8- (N-V^ p^p bVU-N- (4-7;^p7j^) y J-;VT 
^y) -2-^f;l/-3- (2-^nn-4-y h^v-^^^^) -6, 7 
-^kKP-5H-^P^ [d] t 0 7^P [1, 5-a] t'D^v^ 

(125) 8- (N--7*n fcVl^-N- (2-7;^P7i^) y ^ / ) 

25 -2-y^v-3- (2-y^-4-y h*z/y^~su) -q, 7-*?* 
Kp-5H-y7P^ [d] t°yyp [1, 5-a] t°y^i>^ 
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(126) 8- (N-^ntW- N- (3-7;VtD7x^) t^iVJ^J) ' 
-2-^^jV- 3 - (2-^^-4-^ -6, 7 
Kd-5H->^o^ [d] t'yy'p [1, 5 -a] fc'U^v^ 

(127) S-^p/d WW^7-2-^f^-3- 

,5 -4-/ y^ri/y^ =-;V) - 6, 7-i>t Kn-5H-^^n^yi? [d] 

t°7y*n [i, 5- a] t c y $t>>\ 

(128) 8- (N-y^;W-N-7/n tVl-T ^ y ) -2-^.^V~3- (2- 

f^r^7x^) -6, 7-^tFD-5H-V^nXy^ 
[d] t°7^o [1, 5- a] t 0 ijv^ 
10 (129) 8- (N-i/y p^p tWy^-N-^P kW7 5; /) -2-y^P 
, A/-Z — (2-^n d-4->< hdrv-y^^/U) -6, T-v^tKn-SH 
-S^p^* [d] fc^/n [1, 5 -a] 

(130) 8- (N— (2-7-^^/W) -N-7°tm°/UT S) - 2-/J-/U- 
3- (2-^pp-4-^ f^ri/7i-^) -6, 7-^1: Kp-5H-'^ 

15 [d] k'^n [l, 5-a] t°V^i?>. 

(131) 8- (N-^f-yi—N- T*J) ~2-/f- 
3 - ( 2 -y p P- 4 -y- b^r->7ai-/^) -6, 7-7tKn-5H 

-i/^P-<>-^ [d] [1, 5-a] flJ^v^ 

(132) 8- (N-y^P7°P Wf/V-N- (4 - 7;^p7i-;V) y 
20 ^7^y) - 2 -y fvl— 3 - (2-y^-4-y h^r^yzn^y^) - 

6, 7-v f kKP-5H-^P'<y ; ? [d] t°7y'P [1, 5-a] h° ]) 

v7y 

(133) 8- (3-^y?yUT^ J) -2-^^-3- (3, 

t°D v>>- 2 --T/^) -6, 7--/tKn-5H-^n^ [d] t°y 
25 V'p [1, 5-a] t°y ^ v>^\ 

(134) 8- (N-7*f;V-N-xf/I/7^ /) - 2-y^vl— 3- (2-y 
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t 

I, 

i 

^7x^-6, K.n-5H-^P^[d] 

(135) 8-' ( (N-^ 1 b7 p n tVMfr/V-N- .(4- bD ^^-/uy 

5 a:=^).'-6, .7-i?fc'Kn-5H-^D^ [d] t°7^D [i, 5 
-a] t°y ' 

(136) 8- (N-- <>vVu-N- (2-v ? ^'^7^y^^) 7^/) - 
2-^^-3- (2-^^7l<—4-7« h^rv'^cc^/U) -6, 7-v^K 
n-5H-Wn^^ [d] t°7/n,[l, 5-a] fc°]J*v?X 2 

10 (137) 8- ■ (N-^v^-N- (2-^W^xf;k) T^/) - 
2-s*^Y^3^ (2-^po^4-^ h^>7x.=^) -6, 7-S?fK 

o-5H-^a^ [d] t°7y'n [1, 5-a] t c y^b^ 2 

(138) 8— '(N — '(2-7"f^) — N— •x-^yt'T'^ J) -2-/^jU-3 

- (2-^^-4-^^>7x^),-6, 7-5?tKn-5H-^ 

p-^* [di t7y'n [1, 5-a 1 ] *rjj$.^ N 

(139) 8- (N- (2-7^-^) -N-^f-^T^ / ) - 2 -J^/U- 3 

- (2-^nn-4-n^7x^) -6, 7-^fc Kp-5H-^ 
n-O-y [d] fc°7/n [1, 5-a] tfJJS^ 

(140) 8- (N, -2-^^-3- (2-ypn 
-4-^ j,^ 7l ^) _ 6> 7-s?fc|fn-5H-^D^ [d] 
fyyn [l, 5-a] t c ]l ^y 

(141) 8- (N-:/Pl:VW-N- (4-^77 7x^) ^^7$/) - 
2-y^/u-3_ (2-^/l/-4-^^7x^) - 6j 
n-5H-^P^ [ d ] t'r/D [1, 5-a] t°y^v?^ 

(142) 8- (N-T-PfcVl— N- (3- 7 ;^D7x^) ^^75;) 
-2-^^-3- (2-^0-4-^^7^-;!,) - 6) y-^t 



15 



20 
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I, 



KP- S H-rv^n-f^'iC'd], t°7y*P, [1, 5 - a] f JJ 

(143) 8" -#^p tVWT 5 7 - 2 -**f-iV- 3 - ' (2 , 5-^on7i = 

/V) -6, l 7'-v:tKo-5H-^D^ [d] MyVu [11 5- a] 

i i 

5 (144) 8-p-7°ht°/]sT 5 7 - 3- (2, 4-^na7i = 

I ' • ' 

/W) -6, 7-^kKo-5H-^pX^ [d] t'7/P [1, 5- a] 

(145) 8 -i^PtJ^T?;- 2-^^-3- (4-^f;>7i^V) - 
6, 7-v=tKn'-5H-y^0^^ '[d] t'yy'p [1, 5-a] try 

io -;^ s 

(146) 8+^:/n.fcVKr^ /- 2-^^-3- (3-y^7^/l>) - 
6, 7-v?tKP-5,H~^n^ [d] t^y^D [1, 5-a] try 

l.i 

' ,i> 

(147) 8—i?7n tVl^-T^ 7- 2-^ ^-3 - , (2-^^7i^) - 
15 6, 7-^feKn'-5H-^o^'[d] '^7^ [1, 5-a]t°JJ 



(148) 8 - (N-:/P tVU-N- (^yy [d] 1, 3-^77^-5 
--YA-) ^W57) 3- (2-y^-4 Y**/7 
^-)V) -6, 7-^kKn-5H-^P^ [d] t'y/p [l, 5 

20 -a] t°y ^v>>\ 

(149) 8- (N-^ntVU— N- <s<VV° [d] 1, 3-^77^-5 
— f3-)VT%J) - 3 - (2-7PP-4-n^^>7 
i^/V) -6, 7-v^tKP-5H-^P^ [d] t c 7V*P [1, 5 

-a] t°y ^ 

25 (150) 8 - {Z-^J-JVT^J) -2-y^/V-3- ( 2 fvU?^- 
/^) -6, 7-i?tFP-5H-^P^ [d] t?7/n [1, 5-a] 
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(151) 8- -2-/f-^-3- 

,U) - 6) 7-v>k Kd-5H-^d^ [ d ] t7^n [l, 5 -a] 

5 (152) 8- (3— <>?~A>T%/) U-*°?JV7 
)V) -6, 7-i?fcKn-5H-^D^ [d] t'y/n [l, 5-a] 

(153) 8- (3— <>^T£/) -2-y?vU-3- (2-/^1^;*— 
4-y y*^7 -6, Ko- 5H-^D^ [d] t? 

10 [1, 5-a] t°y 

(154) 8- (N— <^^-N-v'^ p^ a kVM^vl'T^ y) -2-y>^. 
^-3- (2-y^yU— 4-^ hdfi/7i^) -6, 7-v ? tKn-5H 
~^ D ^ Cd] tr°yy*n [i, 5-aJ t'JJ^v 5 ^ . 

(155) 8- (N-^y^-N-^^ n^n t°^^f;U7 5 y) _ 2 -^ 
A— 3- (2-^np-4-^^7 I -; l/ ) _ 6j 7-o?tKo-5H 
~^ DX ^ Cd] t'7yo [1, 5-a] t'H^y, 

(156) 8- (N-^^-N- (2-^=/U) 7^7) -2-^/1—3 
- (2-^^-/^-4-/ Y^r^y^-jv) -6, 7-i/t Ka-5H-->^ 

p-<^ [d] t°?yu [i, 5-a] ey*^ N 

(157) 8- (3-^^^/WT^y) - 2 -y^V-3- (2-^^-4- 
7;I/TP7x=;l/) -6, 7-^tKn-5H~^P^ [d] fcT^y 
D [1, 5-a] t°y 

(158) 8- (3-^W5y) -2-^^-3- (2, 
37^^/P) -6, 7-ytKo-5H->7n^ [d] f^y^P [l, 

25 5-a] t°y 

(159) 8- (3-^W5/) -2-^;>-3- ( 2 , 
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i/y^^-JV) -6, 7-^tKp-5H-^n^y^ [d] \?yy*v [1,' 

5-a] try * 

(160) 8- (3-^>-^T^y) - 2 .- > fvU- 3 - (2-7/^o-4' 
-^f;V7i=/V) -6, 7-^tKn-5H-^oX^ [d],t7^/ 

'5 • P [1, 5-a] t°y 

(161) 8- (N-^/V-N- (2-7^-/1-) T^y) -2-^^-3 
- (2-^nn-^^Ri/7i-;V) -6, 7-v?k.Kn-5H->^ 

[d] \?yv°zi [1; 5-a] f])^^ 

(162) 8- (3-^f;l/-2-yW^y) - 2 f-jV- 3 - (2-^ 
10 f^fy7i^l/) - 6, 7-i?t Kn-5H-^ [d] 

, t7V*D [ 1 , 5 - a ] h° y ^ 

(163) 8- (1 — 9 s9 D^V/Wn^ 7) -2-^^-3- (2- 
^f;V-4-^ h^^7i^) -6, 7-^tKD-5H-^o^ 

[d] f^/n [1, 5-a] fij v^y, 
15 (164) 8- (2— O^T^y) -2-^^-3- ( 2 - 4 - 

1 

^ F^f^7x^;v) -6, 7-^tFn-5H-^D^ [d] t°yy* 
a [1, 5-a] h°y 

(165) 8- (2— rf^)VT%J) - 2 - y fvV- 3 - (2-^^-4- 
^ b^^^i^/U) -6, 7-i?kKo-5H-^o^ [d] t°7^ 

20 o [1, 5-a] t°Jl 5v>>\ 

(166) 8- (1 2-7 P ntVl/7^) -2-^^-3- (2 

f^y7i^) -6, 7-i?tKD-5H-i/^o^y 
* [d] h'yyu [l, 5-a] bT!J$$?>\ 

(167) 8- (2-^-^^T^y) - 2-^f;U- 3 - (2-^^-4- 
25 ^ f^r^7i^) -6, 7-^Ko-5H-^n^ [d] t e ?y 

o [1, 5-a] t°y $v>y, 
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I, ■ 

j 

(168) 8 - ( is, 2 , 3, '4rTh7'k.Ktit'7^1/y-l-^yl/) 7 ^ J 
-2-^f^-'3 -"(2-^f^-,4->Hv'7k^) -6, 7-v>t 

Kp-5h-^p<<.^^ [d] k'y-yp [1,.5-a] t°y^>?> N 

(169) 8- ( (IS, 2 S , 3 S , 5 R) - 2 ; 6', 6 - hV * fvUfV* 
5 n [3. 1], -2>-'^-f^)V) T%J -^2-^=^)V- 3- (2-yfvU 

h$->7^~sU) - 6, 7-v<kKn-5H-^P^ [d] 
t°7^D, [1„ 5 -a] b°y 

1 

(170) 8- (3-^^^7^y) ~2-* 3 - (2-^^-4- 

1 I 

^op7i^) -,6, 7-^tKn-5H-^D^ [d] t'^y'n 
10 [1, 5-a].fc°y $v>>\ 

(171) 8-;'(3— <l/^)VT%/) -2-/^/1—3- (2, 
f yy=^-fr) -6, 7-^tKn-5H-^n^ [d] t°7)/p [1, 
5-a]' bfjj fvv^, 

(172) 8— ( 3 -^^7 5 7) -2-^^-3- (2-^ ^->7x 
15 n/ix) -6, 7-;7tFB-5H-^P^ [d] f^n [1, 5- 

(173) 8- (N-^c^-N- (4-tFo^v'7'f;V) 7^/) -2-? 
^-3- (2-/^/1— 4-y> h^v-^n/H -6, 7-v>tKn-5 
H-i/^n-S^^ [d] t7/n [i, 5 -a] ¥V*i?^ 

20 (174) 8- (3 -^yf;U7^) - 2 -y?vW-3- (2-yb3->-5 
-^yyn tV^r/rc^lx) -6, 7-^tKP-5H-^P^ [d] 
t°7/P [1, 5-a] t°y 

(175) 8- (3-^<^f-/U7^y) -2-^/U-3- (2-yh^>-5 
-7^tn7x^;l/) -6, 7-7t Kn-5H-^P^ [d] t°y 

25 y'P [1, 5 - a] t°y :> 

(176) 8- (N-y^/^-N- (4-7;^a7x^;l/) ^f-^T^J) - 
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2-^^-3- (2-^nn-5-^^7i^) -6, 7t^F' 
n-5H-^n^ [d] h°7^n [1, 5 -a] t'^v^ 

(177) 8- (S-^yf-SVT^ /) - 2-^f;W- 3 - ( 2-^h^r->-5' 
-^do7x^) -6, 7-^tKn-5H-^n^ [d], 

'5 P [l, 5-a] t°U 5v>>\ 

(178) 8- (N—>^ p:/p tVMfvv-N- 

i^/U-) -6, 7-v>t Kn-5H-^^n^y^ [d] [l, 5 

- a] t°U 

10 (179) 8- -2-^^-3- (2-^^/W4- 

i/T/7^-/^) -6, 7-v?tKD-5H-^P^ [d] t'r/o , 
[1, 5-a] t°y 

(180) 8- (N-T'n tVU-N- (2-^ f^ri/if^) 7^/) -2-/ 

(2-^DD-5-n^>7i^) -6, 7-v J tRn-5 
15 H-v^p^^ [d] t°7^n [1, 5-a] k'y 

(181) 8- (N-^fvV-N- (4 -p<^/U^ 7^-/1^) ^^/I^T^y) 
-2-^^-3- uu- 4- J. Y**y7 ^—Jls) -6, 7 -S?fc 
Kd-5H-^p^^ [d] t'yy'u [l, 5-a] f]J v^> s 

(182) 8- (3-^^^/PT5:y) -2-^^-3- (4 

20 ^-/l/) -6, 7-^Kp-5H-V^p^ [d] [l, 5 

-a] t°])^v^ 

(183) 8- (3-^yf-^T^/) -2-^^-3- 

/7x;;V) -6, 7-v i tKP-5H-^P^ [d] t'yy'v [ 1 , 
5-a] t°ll 5v^, 

25 (184) 8 - (3 -^O^T^y) -2-^^-3- (2-^on-4- 
t^Slsf^y ^.^.jV) -6, 7-i/t Ko-5H-^D^y^ [d] fc°7 
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I, 

i 

y*n [l, .5 - a ] t°y ^i?y s ' . ' . " . 

(185) 8'-.*(N- (2-7 h-**/^^)' 757) 

Kd-5H-^p^ [d] tf^y'n [I; 5 - a] 
5 (186) 8- ( (Nrynt>-N- ( 5 -7 y -y— 2 -A jV) 7 fviy7 

57)' - (2-^dp.-4 7 > hdp->7a:^/U) - 6, 7 

-^tK,D-5H-^nX^ [d] tfyi/p [l, 5-a] t'Uv^ 

(187) 8 - '(N-^y^-N-V^ p^d \f)vr 5 7) -2~7?vU-3 
- (2-^P-4-n^^7i=M -6, 7-^kKo-5H-^ 

10 p-?^ [d].,.t°yy n [l, 5-a]'f/$'i;^ 

(188) 8-:'(N-^D7 , nt t ;M^-N- 7^; 
7) -2-7^-3- (2-7PP-4-7 h^v^^/P) -6, 7- 
v?kKPr5H-^P^ [d] t"7/P [1, 5-a] K°V 

(189) 8- '•(S-'OWU) -2-75v^-3- (2-^nn-4- 
15 ^B*7x.5^) -6, y-i/tKo'-'SH-^P^ [d] t"7y'p 

[1, 5-a]. fy 

(190) 8- (3 -2-7^W~3- (2, 5-^dp 

-4 -7 \>-5r*y-7 ^~)V) -6, 7-^k Fn-5H->^P^ [d] 
t^^o [1, 5-a] t° 

20 (191) 8-^^X5 7-2-^^-3- (2-^D-4-n^> 
7^-^) -6, 7-^tKo-5H-^P^ [d] t'7y'n [l, 
5-a] t°y 

(192) 8 -If* (2-7 r^^AO 7-^7-2-7^-3- (2-^ 
hp-4-7 b^rv-y^-zV) -6, 7— 5?fc Kn-5H-^n^[d] 

25 t'7yp [1, 5-a] h'VK^y, 

(193) 8- (N-x^-N-'>^ PT'D t/M W $ / ) -2-7?vV 
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■ I, 

-3- (2r^aq-4-^ }^7i- )V) -6 , ■ 7— v>t Kp- 5 H- 
^P^'td]^^^ [1, 5- a] t°y'^^^ 

(194) 8.-* '(N-W Pt/n tf/u-N- (4 -i*TS 7i=^) 1 >< f-AT 5 
/) - 2 - .?< fvu- 3 - (2-^DD-4-/f^>7x=;l/) -6, 7- 

5 v^bFd-5H-^n^ [d] f'^P [1, 5-a] h']) 

(195) 8- (N-:^D7°DWf;l>-N^ (4-^7;7x^) ;>< ^ 

^r=;yo -2-^^-3- (2-^pp-4-^ b^-yy^^jv) -6, 

7-v^k Kd-5BJ-^o^ [d] t°7/o [1, 5-a] try ^ 
>\ • '• • , 

10 (196) 8- ' (N'-i/f)i/-N-^n7'DW -2-^^VU 
-3- (2 : -^nn-4-^ ff>7i^). - 6, 7-v 5 tKP-5H- 
v-^P^* [d] t'^D [1, 5-a] 

(197) 8- .,(3 >rX^7* /) -2-^^-3- (2-^pp-4- 
^ t^i^/M? - 6, 7 -S?fc Kp- 5 H-v-^ p^^ [d] 

15 t°?y*P [l,' &-a] t'y^v 5 ^, 

(198) 8- (N-7*o tVU-N- (2-7/^P7j^) tJ-JVTKS) 
- 3 - (2-^PU-4-^f^f^7i^) -6, 7— S?k 

Kp-5h-^p^ [d] t'7/p [i, 5-a] t°y^v?>\ 

(199) 8- (N-yPtW-N- (5-^fW7iy-2-^/l') 

20 JVT^J) -2-^5vV-3- (2-^pp-4-p< h^v-y^^/W -6, 
7-^kKP-5H-^P^ [d] VyVu [ 1 , 5-a] k c y 
>\ 

(200) 8 - (N-^PtVl— N- (ft7xy-3-^;l/) ^fvl'T'S/) 
-2-^^-/1^-3- (2-^nn-4-^ h*^7x=;l/) -6, 7-i/t 

25 Kp-5H-^p^ [d] t°yy'p [1, 5-a] fc°y*v^ 

(201) 8- (N-^fvV-N-ypfcVl'T^y) - 2 - ^ fvl — 3 - (2- 
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[d] t°y^p [i, 5 -a] t°jr^ 



t 



(202) 8- (3— 'VJ-JVT^;) -2-/J-;ls-3- an- 4-, 
%/W**s( ;V7s.~;V) - 6 , 7 - v?fc Ka - 5 H-i/p u^<y# [d] fc° 

5 ^/n [1, 5 -a] fc'ij^.v?^ 

(203) 8- (3 — i^^T^y) -2-^f;k-3-.(2-^DP-4- 



. [d] t°7^p [i, 5 -a-] try*^ 

(204) 8 - (3 -^yf/P7 5 7) -2-^^-3- (2-^dp-4- 



2-^^-3- (2-^BB-4-^^7s=^ -6, K 
p-5H-^d^ [d] fcT^/n tl, 5-a] fyi-v^ 
15 (206) 8 - - 2-^f/k-3- (2-^0-4, 

6 -vM V*is7^-jV) -6, 7— S*fc KD-5H-^a^i? [d] 
[1, 5 -a] t°y 5^ 

(207) 8 - (3 — <y?-/UT%;) -2-^^-3- (2-^p-4- 
^'^i^/V) -6, 7-v?tKn-5H-^n^ [d] h'y^/xn 

20 [i, 5-a] try ^y, 

(208) 8- -2-7^-3- (2-ynn-4- 
^WU7j-^) -6, 7-^tKn-5H-^D^ [d] t° 

[1, 5-a] t c p 

(209) 8- (3-^yf;V7^) -2-^^-3- 

25 Y*i/7 -6, Kd-5H-^p^ [d] H'y 

9n [l, 5- a ] try ^i/^ x 



(N-/.^vV#/W^^i/j 7x^;U) -6, 7-i?t Kn-5H- t ^D 
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i 

(210) 8- (Z-^yj-JVT^J) -2-^^-3- (2->7;-4-' 
} -6, 7-i/kKn-5H-^D^ [d] V^/ 

p.[i, 5 -a] try 

(211) 8- (3-^yW5y).'-2-^f/l/- 3- (2-^^/p-4- 
■5 ^ h^fV7i^) -6, 7-i?t Ko-5H-V^d^ [dj k c ?y 

u [i, 5- a] t°y 

(212) 8- /) -3- (2-^DP-4-^^>7a 
~/V) -6, 7-^kFn-'5H-^n^ [d] fy^n [l, 5- 
a] t°y *S?i^ 

10 (213) 8- (N, N-^PW^Z) -3- (2-^pd-4-^^ 
iX7i=;l') -6, 7-i/tFD-5H-^nXy^ [d] t'y/a [ 1 
5 -a] t°y 

(214) 8- -2-^^/1—3- (2-^ h^^/U 

4 _ ^ hdfv'^i-^) -6, 7-v/tKD-5H-^D^ 
15 [d] fy^P [1, 5 -a] t°y5v^ N 

(215) 8- (N-'^n^P^-N- (2-7;UtP7x=;P) tf-frT 
X J) -2-^^-3- (2-^ PD-4-^ y*-s73L~)V) -6, 7 
-i^tKP-5H-^P^ [d] ^7V'p [1, 5- a] fc°y^v^ 

(216) 8- (N-->^ p7p tVM^-N- (2-7;^n7x^) * 
20 fvKT^y) - 2 -j>=f-)V- 3 - (2-^np-4-^ Y^i/y^=-)V) - 

6, 7-v i tKD-5H-y^P^^ [dj \??y*v [1, 5-a] t° y 

(217) 8- (N-y^ p/p kVMf /^-N-^n t>7^7) -3- (2 
a cz-4 hdpi/^^-yi.) -6, 7-v?tKP-5H-7^P^ 

25 ^ [d] t7)/p [1, 5-a] t°y^v>>\ 

(218) 8- (N-7p t°/V— N— (4-^f;V7i^) ;*fvU7^y) - 
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i 

I, 

I 

3- (2->ia,P-4-^ ( ^7i=^' -6,, 7-^tKo-5H-^ 
V^/p [l, 5-a]' •t 0 y'V>^ 

(219) 8 - ' ,(N -^i>'^- N - pVd fc> ^ f->V7 ^ J ) - 3 - ( 2 

-^PD-4-^;Kv'7 3 :^) -6, 7r^tKD-5H-^D^ 

5 * [d].' fcT^P [1, '5- a] fy^'v^. 

(220) 8 - Qi-.V* d/q Wf/V-Np' (4 -^^;W7 3i-/P) =F- 
/KTS:/,) ■ 7 3- (2-^P-4-^Ki/7x=/V) -6, 
d-5H-^d^ [d] f^P [1, 5 -a] fc°y^v^ s 

(221) 8- (N-^ptV^-N- (4-7^P7*=yU) ^/KT^y) 
10 -3- (2-^.PP-4-y h^7i=;U)—6, 7-^ t p p _ 5H _ 

[d] t'^o.tl, 5-a] $t?>\ 

(222) 8 - P 7°p tVk^ f;U7 ? y - 3 - (2 P P - 4 h^r 
^7^^) -6,' Kn-5H-^u^ [d] fc°7i/p [l, 
5-a] t°y ^v^> s 

15 (223) 8 - (N— i ^p^d t'/WN- (4-y ^vK7^^) ^f-/VT$' 
/) -3- (2 -y p P-4 h^ri/7a^) -6, 7-^tFP-5 
H-v^P^* [d] fyyp [1, 5 -a] b°y$^>, 

(224) 8 - (N-^pyDkVMf/l/-N- (4-Ml7;^P^;P7 
x=/>) *?-jVT%J) - 3- (2-^pp-4-^ ^V7i=^) -6, 

20 7-i?tKn-5H-^D^ [d] f^/n [l, 5-a] tf!)^ 

(225) 8 - (3 -^f/P7^y) -3- (2-^pp-4-^ F^7i 
=/l0 -6, 7-^Kp-5H-^p^ [d] t'yy'p [l, 5- 

a] try ^y, 

25 (226) 8- (N-^B^n^f^-N- (4 -7/W^P 7ai-7V) y 
^VT^y) -3- (2-^pp-4-n^>7x^) -6, 7-v>t 
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i, 

i 

Kp - 5 h> iw-w^y*' [d] % / p C "5 r a ] t° y 5: v?>\ 

(227) 8 -' A X'3-^^f-/WT^y) -2-^^-3- (2- (1-^^ 

.'■ t 

-l-^k.Kci'^^f-^) -4-^ f*V7xis;l/) -6, 
5H-^p^ [d] t°,7^n [l, 5- ! a]-^Hi?V, 
5 (228) 8 - i(N-7'o kVU-N- (4 - > yV/l^n 7* fv>;*-3ri/:7 :e.~/V) 
^f^7$/) -2-^^-3- (2-^PD-4-^ h^V7a-/l/) 

I 

-6, 7-i?kK0-5H-^o^^ [d] t'7 N /n [1, 5- a] fc° 

y . , . , 

(229) 8 - (3— ^i/jU7^ /) --2-Wr3- (2-*pp-4- 
10 > b^^7x^l/) -6, 7-^tKP-5H-^D^ [d] t^V* 

P [1, 5 - a], fc°y ^v 5 ^ • ■ 

(230) 8 - (3 — <y^;VT\y) (2-^h= a ri^-4 

i i 

-y^'k°»y ^5-^-6, 7-5?fc Kn-5H-^n^[d] 
tyy'n [1, 5 -a] t°y Sv 5 ^ 
15 (231) 8~ (N-V^-N-V^ P7°p tf/^^r^ /) -3- (2- 
^pp-4-^ h^ri/7^^7^) -6, 7 -S?fc Kn- 5 H-i^ p^^ 
[d] [1, 5-a] t°y^vy, 

(232) 8 - (N-^PtVl^-N- (4 -^f;V7i^) ^ ^vl"7 ^ 7 ) - 
2-^^-3- (2-^0-4-^^71^) -6, 7-v^t K 

20 p-5H-^p^ [d] t'r/P [1, 5-a] fc°y*^>\ 

(233) 8 - (N-^PtVV-N- (4-V7;7s=A') *?ft'7%J) - 
2-^f-jU-3- (2-^np-4-^ f^fy7s^) -6, 
p-5H-^d^ [d] k°7 % /P Cl, 5-a] t'!;^^ 

(234) 8 - (N - n 7° n kVM f ^~ N - ^ f ;l/7 ^ ) -2-^A- 
25 -3- (2-^pp-4-^^>7i^) -6, 7-v : tKP~5H- 

[d] fcT^/P [1, 5-a] t'y^v 5 ^ 
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(235) 8 - (N-if/l/-N-n-^7$y) -2-kKn#^f;V, 
-3- (2-^f;U-4-t Kn^v-7i^) -6, "7 -i?t Ko-5 H 
-i^n-^ [d] t'^y'n [i, 5 -a] t°y 5„v^ 

(236) 8 - (N-xf/WN-n-yf/1/7^/) - 2- 1 Kn^^f 
-3- (2-^^/k-4 -*'V*t*S7^-jU) -6, 7-^tKn-5H- 

i^n-^ [d] er/a [i, 5-a] t°y^>?^ N 

(237) 8- (N-yntVl^-N- (2-> TO) -• 
2-^^-3- (2-^^-4'-^ h^v-7^^) -6, 7-v J tK' 
D-5H-^n^ [d] tyy'n [l, 5 - a ] ^ 

10 (238) 8-' (N-oi^-N-n-y^T^ y) -2-t Kd*W^ ■ 
, *?-jV-S- (2-tJ-/V-A-*Y*is7^-;V) -6, 7-^fcKn- 1 
5H-^P^ [d] \??V*U [1, 5-a] 

(239) 8- [ (2s) - i-t Ku*w5;^y-2- f/^] rky- ' 

2-^^-3- (2-^f;l/-4-^f^>7x-^) -6, 7-^t'F' 
15 d-5H-^d^ [d] t°7^n [1, 5-a] fy$^ x 

(240) 8- [ (IS) -l-v-TVyntVKT^/] -2-^,1—3- (2 

>^fV7ai^yU) -6, 7-v^tKD-5H-^P^ 
9 [d] t°7i/p [1, 5-a] VVKi?>, 

(241) 8- (N-s^-N-n-^W^/) -2-V-T/-3- (2 
20 -6, 7-^tKP-5H-^o^y 

* Cd] fc c ^/p [1, 5-a] t°!)^v?> v 

(242) 1 - i/7/-2-*?-/U— 8- ( 3 -^^/l^T* ^ /) -3- (2- 

[d] fc°PP [l, 2- a] t°y*i?y s 

(243) 1 -->T/-2-p<^-8-v f 7 c D tVUT ^ /- 3- 
-4-*Y*i/7^=.;V) -6, 7-v?tKo-5H-^o^ [d] 
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(244) 2', '^-v J ^^/l/-4-T$V -l - (2-^^-4 b^r->7 
oi^/P) .^6, ,7-i?fc Ko-'5H-^ p^^^ [e] t 0 nn l[2 > 3- 

b] \*yz?>, ' . ' : ,' 

5 (245) 2, Q-H?*^;V-4-^jV%^-M~j]/T%;-l- 

-4-^ h^v'^^^/H -6, 7-i?kKP-5H-^P^ [e] 
t c np [2,' 3-b] b°y i?> s 

(246) 2, 3-v ? ^^-/^-4-7'ntV^T^y- 1 - (2-^^-4-^ 

— ' 6, 7-^kKo^5H-Ho^ [e] t c ap [2, 
10 3-b] k o y^>\ 

(247) 2; 3-v J >^-4- (N-.x^-/V*7U#=/U-N-yn fcWT $ 
7) -1- (2-^^-4-^ h^7x^;V) -6, 7-i?bKP-5 
H— [e] t°nn [2, 3-b] t°yv>\ 

(248) 2, '3-v 5 ^,f-/l/-4-i/7 e n tVU-T? 7.- 1 - 4- 
15 ^ ^'>7i=;H -6, 7-^kK0-5H-^P^ [e] t c P D 

[2, 3-b] t°Vi», 

(249) 8- -3- (2, 6-^f^-4-^l>^ 

-6, 7-i?kKn-5H-^D^ [d] t°7 N /n [l, 

5 - a] h°y $i?>\ 

20 (250) 8 -^yatr^T^y-3- (2, 6-^f/^4-^ f^i/7x 
~/l") -6, 7-v J tKn-5H-^n^ [d] t°7 N /n [l, 5- 

a] t°y 

(251) 8- (N-^n^ntVMfvU-N-yDtVUTS:/) -3- (2, 

6- ^^-4-^ F^r->7i^) -6, 7-^tKn-5H-^o 
25 [d] t'7^n [1, 5 -a] \?y 

(252) 8 - (N-^y^V-N-^n/p Wf/V7 5;) -3 - (2, 
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r 

6-5^7^-4-7 Y^r^-y -6, Kd-5H-^d 

v i 

-<y? [d] t°yy'u [l, 5-a] t'JJ^v^ 

(253) 8 - (N-v'^D/pWf/i.-N- 

T57) -3- (2, 6-v ? ^.^/k-4-^ Y^^yy ol,=z.;V) -6, 7—5? 
,5, t'KD-5H-^D^'.[.d] t°yY°u [1, 5-a] t°y$v^ v 

(254) 8 - (N-^ntVL^-N- (4-7;i/jD7i^Mf;k) 7^7) 
-3- (2, 6-^f^-4-^F^y7x^) -6, 7-v?t Kn- 

. 5H-^n^ [d] b'y^/P'tl, 5-a] t'y^v 1 ^ 

(255) 8 -^n7ntVMW;y-3- (2/ 6-5?7?V^-4- 
10 ^y**yy -6, Kn-5H-^^P^y^ [d] t°7i/ 

P [1, 5-a] t°y 5 5?^. 

(256) 8 - (N-7f;l/-N-^^n7D kVM^/l/T^ 7) -3- (2, 
6-^f^-4-^ hdfy7x^) -6, 7-?tKn-5H~^n 

[d] t'yy'n [1, 5-a] t°JJ$5>>\ 
15 (257) 8 - (N-i/y p7o Wf;l/-N- ( 4 - 7 oi^^) 7 

^T$y) -3- (2, 6-^f;l'-4-^^77x^) -6, 7 
-^tKo-5H-^n^ [d] t^yp [1, 5-a] t°y$5>> x 
(258) 2, 3 -5^7 (N-^fvU-N — <>-^vI/T 5: 7 ) -1- ( 2 

-^^-4-^ h^^7x^) -6, 7-7tKo-5H-^n^7 

18. 4b&m\ 

(1) 8- (3—0-^7-^7) -2-7^-3- (2-7 5^-4-7 
25 h*isy^-/U) -5, [ 3> 4 _ d ] fc^p [ 1} 

5-a] t°v) 
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i 

r 

(2) 9- (3-^W5/) -6-^^-5- (2-^5 L /W4-^' 
h^^^/l/J -2, [3, 2-d] t'^/a [1, 
5 -a] tfJJ 

(3) 8- (3-^yW$7) ^2-^^-3- (2-^^-4-^ 
■5 'h^V^i^/W) -5, 7-'i?kKB-7B [3, 4-d] f^/n [l; 

5 -a] t°y ^v^ N 

(4) 9- ( 3 —^yfJ^T ^ y ) -6-^^-5- (2-^^V-4-^ 
h^;/7x^) -2, 3-'^kKo-7B [3, 2-d] t [ 7)/o [l, 
5-a] *V$i?*s , . 

'i 

10 (5) 9- O-^WSy) — 6-^f-^-5- 4-^ 
, Y-*ri/y -2, 3— v?t Kn-t°DD [3, 2-d] h°yy*u [l, 

5-a] t°y 

(6) 8--f yyntv^T^y- 2-^^-3- (2-^^- 4-^ h^r 
i/y^=-jV) -5, 7-v?t Ko-7D [3, 4-d] \fy/n [l, 5 - 

15 a] try v^y, 

(7) 8- [ (2 s) - 1, l-^y y*^-y*?y- 2— r^] 7^-2- 

y^Vl— 3- (2 -/?-J>l"-4-* Y$ris7^=-;V) -5, 7-7'tKn- 
7P [3, 4-d] t 0 yyp [1, 5-a] k°H;/y x 

(8) 8- (l, 3-i?t h**yy°u/*>- 2-y{)V) 75/-2-^f;v- 
20 3 - (2-^^-4 Y^-i/y^^M -5, 7-i>tKn-7P [3, 

4-d] t°7 N /n [i, 5-a] t*y>;^ 

(9) 8-tr* (2-7« h^y^f-M T \ J — 2 — / *?)V- 3 - (2-^ 
^-4-^^7i^) -5, 7-^tKo-7n [3, 4-d] t°7 
y*P [1, 5-a] ty $'7X 

25 (10) (5RS) -8 - (3-^>f;l/7 5 7) -2, 5-i^*?vl/-3- (2 

f^7j=;l/) -5, 7-i^kKD-7P [3, 4-d] 
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I. 

t'r/p [.i/'S-a] en^.' . • , 

(11) 8- (S'-^iyj-^T^/) -2-M : f/l'-.3'- 4-y 
Y*i/7oL^;y) ^5.,' 7-v>tKn-t c PP [3, 4-d] b^i/p 
5- a] t°U. ^ v>i^ ' ; ; 

5 (12) 8- (N-CT-P fcVl^-N- (2- fc.K'P*^^) 7 5/) -2-/ 
5VV-3- (2-/?vU-4-/ ^v^^/lO - 5 , 7 -5?fc Ko - 7 
O [3, ,4-d] t^y'P [1, 5- a] t°'V^i», 

(13) S-v^pt'p t°/U7$ /- 2-/ ^vP-3-, (2-/fvV-4-/ h 

I 

^y?x.=-)V) - 5,, 7-^tKo-7P [3, 4-d] t"r/n [l, 5 

io - a] t°y v^y : : 

(14) 8 -,(N-^ ^-N-i/^ p^p \f)VT ^ / ) - 2-/ =f-jV- 3 - ( 2 
-/?vW-4->< Y*i/73L~jV) -5, 7-v ? tKP-7P [3, 4-d] 
f7/D [l, 5-a] t°y 

(15) 8- 0 (2R) -1-/ h*i/y*?l/- 2— i)V\ T5/-2-/^vV 
15 -3- (2-^f/W4-^ Y$rU7 -5, 7-i^t Kn-7P [3, 

4-d] t°7^P [1, 5- a] k c y 

(16) 8- [ (2R) - 1 -/ h^:/^- 2— T5/-2-^A- 
-3- (2-/^-4-/ Y^-yy^^jV) -2, 3-v>t Kp-7p [3, 
2-d] t°yy*n [1, 5- a] fc'iUv^ 

20 (17) 8- (N— uy°u tf/M^-N- (4-/^:7^-^) /^ 
T5/) -2-/^-3- (2-/9vl—4-/ f^v"7^/V) -5, 
7-^H'P-7P [3, 4-d] t e 7^/D [1, 5-a] t^v^, 

(18) 8- (3-^^7 5/ ) -2-/^vV-3- (2-^pp-4-x 
Y**s7*~jV) -5, 7-i^tKP-yp [3, 4-d] t°7/P [1, 

25 5 -a] t°y 5v^ N 

(19) . 8- (N-i/7n7°ntVl/-N- (4-yf;l/7i^) /^T^/) 



420 



WO 02/053565 



PCT/JP01/1158J 



-2-f5~]V-3- (2-^nn-4-^^f^7x^) -5, 7-v>t' 
Ko-7D [3, 4-d] fy^P [1, 5-a] fc°y ^v 5 ^ 

(20) 8- (N-v^ n^n kVMf;WN- (4-^^7 3i^U) 
7^y) 3- (2-^dd-4-^ -5, 

•5 7-^tKD-7o [3, 4-d] t°7)/p [1, 5-a] t'y^v^ 

(21) 8- (N-^ntVl— N- (4-7^tD7i-/l/) ^fvKT^/) - 
2-^^-3- (2-^dd-4 ;l^) -5, 

n-7P [3, 4-d] t c 7V'o [l, 5- a] t^v^ 

(22) 8- (N-v^ p^o tVMfvl^-N- (4 -^/H^T 7 ^-/^ 

10 ^7 ^ 7 ) -2—/ "fjv- 3 - (2-^pp-4 h^-i/7^=yv) - 
5, KD-7D [3, 4-d] t°7 N /P [1, 5-a] try 

(23) 8- (N, N^-v^p tVKT^/) -2-^^-3- (2-^Pn- 

i i 1 

4- ^ b=¥^7^-/V) -5, 7-v>tKP-7P [3, 4-d] t°7^P 
[1, 5-a] t c y 

15 (24) 8- (N, N-v^^/WT^ /) -2-7^^-3- (2-^PP-4 
Y^r-yy^=.;V) -5, 7-7kKn-7P [3, 4-d] t^/p [1, 

5- a] t°y v^, 

(25) 8- (N-T^P tVl^-N- (4-^^7 7 ^^/W ^f;l/7^7) -2 
-*f}V- 3 - (2-^pp-4-^^>7i-^) -5, 7-i^tKP 

20 -7P [3, 4-d] t°7 N /P [1, 5-a] t'y^v 5 ^ 

(26) 8- (N-^^-N-T'p \f;V7^ /) -2-^^/1—3- (2-f 

Y*ci/y^-/V) -5, 7-v?tFn-7P [3, 4-d] t c 
7^P [1, 5-a] t°y %W y 

(27) 8- (4-^^/UT^/) -2-^^-3- (2-^pp-4-t< 
25 fdr^^cn^^) -5, 7-i/kKn-7n [3, 4-d] t°yy'p [l, 

5-a] try 



421 



WO ((2/053565 ' PCT/JP01/11581 

■ I, 

i 

(28) 8 - (N vy?vu- N -^)Vf % 7 )• -. 2 - ^ fvl^- 3 - ( 2 - ^ D 
c - 4 -t.y ^ •/7^;P) - 5 , 7 - K'D - j7 p [3, 4-d] fc° 7 

[1, 5-a)- t'.]) $ v>V N 

(29) 8 - P.r/p fcVl^ ?Vl>7 ^ V - 2 -n ^ ?7U- 3 - (2-^pp- 
5 A-^ M^ri/y ^5, 7-^fc',Kn'-7-D [3, 4-d] t°r/n 

[1/ 5-a] tFv^ 

(30) 8 T (N-v-^P^PtV^^^-N-'^PtVkT^/) 

-3 - (2^no-4'-^ Y^risy ^=-fV) - 5, 7-i?k Kn-7C [3, 
4 - d ] t°7 y'p [,1 , 5 - a ] fc° V 5 if ^ 
10 (31) 8- (N-. (2-7>^) -N^/Pt^7 5/) _ 2 -/^-;V- 3 
- (2 P'P-4-^ b^ri/^^^/U) -5, ?-^tKD-7D [3, 

1 1 1 , 

4- d] t°?y*u [l, 5-a] tl'v^ 

(32) 8- (N-^/U-N- (2-p« h^r^f-jU) 7^/) _ 2 -y^. 

* ' '' '. 

-3 - (.2-r^PP-4-y h^isy^^/U) ^5, Kn-7a [3, 

15 4-d] M'y9t2 [l, 5-a] t'y'^v^ . 

(33) 8- (N-yntV^-N- (4-MJ7;^P^f;^>7x^) 
^fvVTS/) -2-^^-3- (2-^pp-4-^ h^v-? :=.-/!✓) 
-5, 7-v ! tKn-7P [3, 4-d] t°7^P [l, 5-a] h° y 5 
>\ 

20 (34) 8- (3— OfylsT^/) -2-^^-3- (2-^pp-4-/> 
h^i/T^^) -5, 7-i?kKn-7D [3, 4-d] t°^/p [l, 

5- a] t-y^v 5 ^ 

(35) 8-(N-^d7pWW5/-N- (4-7;^d7x=;U) 
^fvKT^y) -2-^^-3- (2-^0P-4-^K'>7x^) 
25 -5, 7-^kKP-7D [3, 4-d] [l, 5-a] t'V^V 



422 



WO 02/053565 PCT/JPO 1/1 1581 

(36) 8- (N — <^*SjV- N- (2-S?^W5;xf/l') ~2' 

(2-^pp-4-^ h^ri/^^^/k) -5, 7-v>tKP 
-7P [3, 4-d] t°yy'p [1, 5 -a] 

(37) 8- (N- (2-^f-^/V-) ^N-^cfvVJ^y) -2-^/y-3- 
■5 (2-^ p p-4 Y^-tyy -5, 7-5?tKo-7n '[3, 4 

-d] t e y>/p [i, 5 -a] try^^x 

(38) 8- (N- (2 1 -^f-^/V) -N-v-i? p^p tr/M.fvVTS -/) -2 
-^^^-3- (2-^ pp-4-^ b^ri/y^^/^) -5, 7-S?fcKn 
-7o [3, 4-d] t"r/p [1, 5 -a] t°y$v>>\ 

10 (39) 8- (N-^n7n,tW-N- ( 4 f/Vf*7»s^) **f-)VT 
, K/) -2-^^-3- (2-^dp-4-^ Y*i/7^~;V) -5, 7 
-v?tKP-7P [3, 4-d] fc^/p [1, 5 -a] ^1)$^, 

(40) 8- (N-yptVi— N- (4-^^yvf-^-7^=;w) ^W^7) 
-2-^f"^-3- (2-^pp-4-^ ^-^7x^) -5, 7-i/fc 

15 KP-7P [3, 4-d] k°7i/P [1, 5-a] tl 

i 

(41) 8- (N-^P7 , o^-N- (4-7;^P7i=/V) 

J) -2-^^-3- (2 -y p p- 4 b#v'73in/V) -5, 7- 
i^tKP-7P [3, 4-d] t°7y'p [1, 5-a] 

(42) 8- (N-^PtVU-N- (3-7/^P7i^) tf'A'T^;) - 
20 2-^^-3- (2-^pp-4-^ h^7x=;H -5, 

P-^P [3, 4-d] t°7V f P [1, 5-a] fy^v^ 

(43) 8- (N-7"d^-N- (^<yy [d] 1, 3-^77^-5- 

-f/i^) ^ f-jvr 5; y ) - 2 -/-fvw- 3 - (2-y PP-4-y h^->y^ 

-M -5, 7-v ? fcKP~7P [3, 4-d] t°7/P [1, 5-a] t° 

25 y 5 >\ 

(44) 8- (N-^^-^/V-N-i^y n^n kVM^T^y) -2-p<^vU 
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, ( 

!, 

- 3 - ( 2 r >,'p a - 4 -y > *'2^7!x=:yuj -r- 5 , 7-i>k'KP-7a [3, 
4-d],;t 0 l |^D •[•i, 5-a] .', 1 

(45) S-^N-y^-N- (2-7^^) T^y) -2-^^-3- 

. . ' ' ' i • 

(2-^dp-4-^ ^i/7x^) - 5, ; 7 -»S?fc Kp — 7n [3, 4 

5 -d] t'7/o,[l, 5-a] t°y §5^," 

(46) ' 8 - *?*s? p.7"d tVM fyVT 9vV- 3 - ( 2 - ^ 5vV- 

1 

4-* h**>7*=.Ju) -5, 7-v?fcKn-7o [3, 4-d]'fc°7y*p 
[1, 5-a] tfy^v^ 

(47) 8- (N-^f/W-N-^^/VT^y) -2-^^-3- ( 2 -> 
10 /U-4-^-h^:>7ai=^) -5, ,7-S?tKP-7o [3, 4-d] t°y 

y*p [1, 5-a] try 

(48) 8- (N-7'f;WN-7D tVUT^y) -2-y^-3- (2-y 

^7U-4-y NdF">7*n/W) -5, 7-^tFP-7D [3, 4-d] t c 

' '' 

7y*P [1, 5-a] h c y 
15 (49) 8- (NVN-v^pfcVUT^/)' -2^'^-3- (2-y?7V- 
4-* bdF-S/?*;^) -5, 7-5?tKD-7o [3, 4-d] t'^P 

[i, 5-a] t°ys;^^ 

(50) 8-tf* (2-^ h=3r^xf;k) 7$y-2-^^-3- (2-*n 
P-4-^^77i^) -5, 7-i?kKP-70 [3, 4-d] 1^7 

20 y*P [l , 5-a] t°y ^ v 5 ^ 

(51) 8- (N-T^VW- N- (4-7/l/tP7iz;U) -2 
-tflV- 3 - (2-^PP-4-n^>7^) -5, 7-v^fcKP 
-70 [3, 4-d] t°7/P [1, 5-a] fySv^, 

(52) 8- (N-^/W-N- (4-7/^P7i=;U) y^Vl-T^/) -2 
25 -^f^- 3 - (2-y h^y^/U) - 5) 7-v^tKP 

-7P C3, 4-d] f7/n [1, 5-a] k 8 y$v?> N 
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■ 1, 

♦ 

(53) 8- (N^f-^-N'- J - (,2-^JJ )v) \TX/) -2-^^-3- 
(2-^»-4 r-dpf^scCi'/V) -5, 7-'i?fc KP-7D [3, 4 

-d] t°7'y'n {I, '5-a] fc°y . i 

(54) 8- (N-7*n fcVU^N- (2-^U^) TS/) -2-^^-3 
5 - (2-^^7V-4-^ b^rV7i-/W -5, 7-^kKn-7n [3, 

4-d] :[1, 5-a] tfy$V^' 

(55) 8^ (N-7°otVV-N- (4 fvUf-;fr:7 s.—jU) 
-2-^^-3- (2-y ^7l/-4-y ^-^i:^) -5, 

i 

Kn-7P [3; 4-d] . [.1 , ' .5 - a ], fc° 'J *S?^ N 

10 (56) 8- (N^.^n t e ^-N- (^<>y [.d]' 1, 3-^77>-5- 
-<A0 ^^7VTky) -2-^^-3- •( 2 -7*^-4-/ 
-y^) -5, 7-i?t,Ko-7a [3, 4-d] k°r/o [1, 5-a] t° 

i.i' 

y ^ s?^ > - 

(57) 8- (N-^y^-N-v'^ n7n tf/M W^) -2-y^ 
15 -3- (2-^V/i^-4-^ Y^-yyaukjv) -5, 7-^kKo-7P [3, 

4-d] t°7yo [1, 5-a] t°y v^X 

(58) 8- (N-^d7p Wf;WN- (4-H)7/VtP^f^7i 
-/V) yfvKT^y) -2-y^/V-3- (2-^nn-4-^f^y7i 

-5, 7-^kKn-7n [3, 4-d] [1, 5-a] t° 

20 y ^ v>>\ 

(59) 8- (IST-v^ o^n tVM fvl'-N- (4- M) 7/1/tP^f /W7x 

-AO yfvyr^y) - 2 -y ^vu- 3 - (2-^f^-4-^^f^7i 

~/V) -5, 7-^'kKD-7P [3, 4-d] t°yy*u [1, 5-a] t° 
y ^ v>>\ 

25 (60) 8- (N-^ntVl^-N- (4-y/;7x^) ^f^7$7) -2 
-y fvy- 3 - (2-^f/l'-4-n^77x^) -5, 7-v^Ko 
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-7o [3, 4-d] t°7y'D [i, 5- a] t°})*i?>^ 
(61) 8- (N-^p/atVl-N- (4-7/^P7.x^;l/) ^fvKT^ 
/) - (2-?uu-4-t -5, 7- . 

^ KD-7P [3, 4-d] t 0 7/P Cl, 5-a] t^i-v^ 
5 (62) 8- (N-v^ p7o tT/V-N- (4-7;Vto7i-;V) ^fvV75; 
/) -2-^^/1—3- (2-^f^-4-^ fdr^7x-;k) -5, 7- 
v>t Kn-7C [3,. 4-d] t°7y~D [1, 5-a] t°y^v^ N 

(63) 8- (N-v^ p^d tVl^.^-N- (4-7;^n7x^) ^ 

/) -2-^f;U-3- Y^yy^.=.jV) -5, 

10 7-^hKo-7D [3, 4-d] \fyy'u [i, 5 _" a ] t°y^v^ 

t ' 

(64) 8- (N-^P M C JV- N- (2-^ h^v^^) T^/) -2-^. 
^-3- (2-^0n-4-^Hi/7i-^) -5, 7-7tFo-7n 

[3, 4-d] t7yD [1, 5-a] fc'y^v^ 

(65) 8- (N-7p tVW-N- (2-p< fdr^^/L-) 757) -2-^ 
15 JU-3- 4-^ h^ri^y^=.jU) -5, 7-btKo-7P 

[3, 4-d] t'yy'n [1, 5-a] t°y i- i7> N 

(66) 8- (N-^c^-N- U-^^^^A-) 7^/UT^y) - 
2-^^-3- (2-^PD-4-n^/7x^) -5, 7-v>fcK 
n-^n [3, 4-d] \f?V*u [1, 5-a] t°y^^^ 

20 (67) 8 - (N-^A—N- U-^A-^T^n/l/) ^W^) - 
2-^^-3- (2-7f^-4-^ -5, 7-S?fcK 

n-7n [3, 4-d] t'yy'c [ 1 , 5-a] 

(68) 8- (N-:/^-N- 7?/) _ 2 -^^ 
-3- {2-^J-)V- 4-t h^-yy 3L=.;V) -5, 7-i*fc Kp-7d [3, 

25 4 -d] h°7/P [1, 5-a] t°y$v^ 

(69) 8- (N - v/7 P / P t>^ f N - 7°P t%7 5 7 ) -2-^^-jV 
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-3 - (2-^^-4-^ Y*?i/7 - 5, 7-v*fc Kp-?p [3', 

4-d] k°7/P [1, 5-a] fc'ij^v^ 

(70) 8- (N-^PtW-N- (5-^^77^-2-^^ ^fvUT^' 
/) - 3 - (2-^'PP-4-^ f^r^7i^) -5, 7- 

•5 -7tFn-7P [3, 4-d] t°7^P [l, 5-a] t'y 

(71) 8- (N-^o^-N- (5-^f;W77>-2-^;H t f)V7 5 
/) - 2-^^-3 - (2-^5^-4 h^y^n/U) -5, 7- 
^tFn-7P [3, 4-d] t^y'o [1, 5-a] fcTySv^. 

(72) 8 - (N-^P7*P J-JV- N — ( 2 — ^ h ^ v'oifvv) 7 ^ J ) 
10 -2-^^-3- (2-^^-.4-M^>-7s=;l/) -5, 7-v'f 

KP-7P [3, 4-d] t'yy'D [1, 5-a] f^v^, 

(73) 8- (N-yo^-N- (4 - h V y;v$-u ff-^Jr^yycL-M 

- 2-^^-3- (2-^^-4-^ h^v^ i^A-) 
-5, Kp-7d [3, 4-d] t°?y*n [l, 5-a] t'U^v 5 

15 >\ 

(74) 8- (N-^ntV^-N- (4-7;^D7x-;V) tf-SkT^S) - 
2-^^-3- (2-^f;l'-4-n^77a-;l') -5, 7-^fcK 
D-77D [3, 4-d] [1, 5-a] t'H^ 

(75) 8- (N-^P/PtVMf/l'-N- (2-7^=71-) T5:y) -2 
20 (2-^f/^4-^f^rv'7i^) -5, 7-v^fcKP 

-7P [3, 4-d] t'7y ! 0 [1, 5-a] t°U^^^ N 

(76) 8- (N- (2-^ h^v-^/I^) — N— (2-7^-/^) 7^7) - 
2-^^-3- (2-^f^-4-n^7x^) -5, 7-v^tK 
P-7P [3, 4-d] t° 7 y*P [1, 5-a] t°y$v^ N 

25 (77) 8 - (N— (2-^ Y^U^JV) -N- (2-7^=^) 7 \ J) - 
2-^^-3- (2-^pp-4-^ f^>7i^) -5, 7-^fcK 
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\ 

* i 

i 

n-7P [3;.',4-d] t°7,yn [.1, 5-a.] .t 0 y^v^ N 

(78) 8 ,^ N - P 7°a \f;VT, § 7 ) - 2 fvU- 3 - 

(2-^DD-4-iHi/7,x=^) -5, 7-^tFo-7P [3, 4 

' • • i 

-d] fyyo C'l, 5-a] tfJJ*^ '. ; 
5 (79) 8:- (N-^^^-N-v/^.PTTPtVVT^y) -2-7(^-3-' 
(2'-^f;l/-4-^ KC/7x-;V).-5, '7-i?t Kd-7d [3, 4 
-d] t°7l/p [1, 5-a] tfy^v^' 

1 

(80) 8- CN-^ p'^p tVl^^vl—N- (2-7 Y^^^f-jv) y^J) 

1 

-2-^^-3- (2-^nn-4-^K;>7i^) -5, 7 -v=t 
10 Kp-7p [3, 4-d] t°yy~P [1,- 5-a] fc°])^v>>; % 

(81) 8- : '('3 ^>^T^7,) -2-^^-3- (2, 5-v^pp- 

4-7 h*i/7^-/U) - 5, 7-v>t Ko-7D [3, 4-d] t^y'n 

[1, 5-a] trir*"^ 

(82) 8 - (N-^^.P7°,P tVl^-N- (4—>7V 7^^/W) 7 ^ 7 ) 
15 -2-^f/W3 - (2-^nn-.4-^hdf^7x^) -5, 7-v>fc 

Kp-^p [3, 4-d] \fyy'u [l, 5-a] fc°y^v>> N 

(83) 8-(N-^p/ntV^N- (4->7y7x^U) 77^7^7) 
-2-75VI—3- (2-/^-4-^ h^v'^^) -5, 7-v=t 
Kp-7p [3, 4-d] \?yV*u [1, 5-a] lf!)^y v 

20 (84) 8 -^f-jUT^y-2~^^-/U-3 - (2-^f-JU~4-^ h^-i^y 
ol^At) -5, 7-^tKD-7D [3, 4-d] t°7^P [1, 5-a] 

t°y 

(85) 8- (N-^^yi— N-^PT-pfcVMW^y) -2-7^/1— 
3- (2-7PP-4-7 h^rv^^^/P) -5, 7-v>fc Fd-7d [3, 

25 4-d] t'yy'u [1, 5-a] fc'y^v 5 ^ 

(86) 8- (N-^?vl— N-i^ o/p hf/M^TS 7) -2-7^- 
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' I, 



3- ( 2 ->£y^T 4-^*^7*=.^) -5; 7'-^tFP-7P [3, 

4- d]'t^yn'[i, 5-a] '' 

(87) S-^N-^oyp N- C4-i/7/7i^) ^ ^ 
75/) -2-^.^-3- (2-^pp-4-t< F^7x=^ -5, 

5 7-i>EKP-7P [3, 4-d] k^Vp tl, 5- a] fDr^y, 

(88) 8- (N^i^ p:/p fcVMfvV-N-^ (4-i/7/7x^) 7< 
7^)'-2-^^l/-3- (2-^^- 4-* h^>7ai^/U) -5, 
7-v J tKn-7q [3, 4-d] bT^r/o [l, 5- a] t°!)5v^ 

(89) 8- (N-^btVU-N- (^7jc^-a-^yU) ^W5 7) - 
10 2 - > f /I'- 3 .- ' ( 2 - ^ P P - 4 - ^ b^i/7i^) - 5, 

o-7p;[ : 3, 4-d] t'7 N /n [1, 5- a] hTJJ^X, 

(90) 8- (N-7'PkVV-N- (5-^;Wx>- 2 — Ow) ^ ^ 
757) -,2-^^-3- (2-^pp-4-/ ^^ri/7i^) -5, 
7-v i tKP-7P i [3, 4-d] f7/P [1, 5-a] t'D v7y, 

15 (91) 8- (N-7f^-N-^7 p7p /1-75 / ) - 2- 

3- (2 P P-4 K-77i^) -5, 7-'7tKP~7P [3, 

4- d] t , 7 > /P [1, 5-a] t'K-7y 

(92) 8- (N-7*^-N-^n^a^f;i/7<;) -2-^^- 
3- (2-/^-4-7^ Y^r-yy^=-tV) -5, 7-v^t Kp-7p [3, 

20 4-d] M°yV*X2 [l, 5-a] t°U5i» N 

(93) 8- (N-7°PtVU-N- (f^7i^- 3— f/U) p^UTS/) - 

3 - (2-^f-^- 4-/ h^v-7^^) -5, 7-v>tK 
o-7n [3, 4-d] t°7y*P [1, 5-a] t°V 

(94) 8- (N-yPkVV—N- (5 -7^ ^^7*^-2-^^) ^^/V- 
25 757) -2-7*fvU-3- (2-7<^-4-^ Y^i/VaL^M -5, 

7-^tKP-7P [3, 4-d] t'7 7'P [1, 5-a] t?JJ$$^ % 
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(95) 8- (N-yn tVU-N- (2-7/^n7i=^) 7* fvKT ^ y ) - 

3 - (2 D b^rv-^^zi/V) -5, 7-.S?fcK 

[3, 4-d] t°7^n [l, 5-a] ^K^, 

(96) 8- (N-7°a t°/l^-N- (2-7;^D7x^V) ^^T5 7) - . 
5 2-y^vl— 3- (2-/f;l/-4-^ f^>7x-^) -5, 7-v>b.K 

n-yp [3, 4-d] t°7^D [1, 5-a] fcfy^.v 5 ^ 

(97) 8- (N-^^-N-^ntV^T^/) -2-^^-3- (2 -y 
f;l/-4-^ h^i/7i=yl/) -.5, 7-v/tKo-7D [3, 4-d] fc° 

[l, 5-a] fc°]) ^v^ % 
10 (98) 8 - ,(N-^5VL— N-7°P tV^T 5 > ) - 2 ->*fvU- 3- (2-^ 

DD-4-^^i/7i^) -5, 7-7tKn-7n [3, 4-d] t° ' 

7y'o [i , 5- a ] t°y ^ 

(99) 8- (3— <l/J-;\sTX;) (2, 6 - VtfjV- "' 
4-^ h^^7x-;l/) -5, 7->7tKo-7D [3, 4-d] t°7>fp 

15 [1, 5-a] fc°!l *i^ N 

(100) 8- (N-^fvl'-N- (4-7^tD7x^) />5vV7'^y) - 
2-^^-3- (2-^^;P-4 harv-7^-;^) -5, 

p-;7p [3, 4-d] H'yy'n [ 1 , 5-a] t°y^v?> N 

(101) 8- (N-cn^A— N- (4 -^/U^-P^i^/U-) ^f^7 5 7) - 
20 2-7*^/1—3- (2-^nn-4-^^y7x^V) -5, 7-^fcK 

D-7D [3, 4-d] fr/o [1, 5-a] h'y v^y, 

(102) 8- (3— O-^T^y) -2-p<^-3- (2-^pp-4, 
6 -v^ h**y~7x.~;V) -5, 7-7tKc-7n [3, 4-d] 

p [1, 5-a] t°y $v?>\ 
25 (103) 8 - (4 -^y^T^y) -2-7*^-3- (2-^^-4- 
/> h^rv^^^) -5, 7-7tFo-7D [3 ) 4 -d] k'^/p [ 1 , 
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■ !, . 

5 -a] try s'.s^, '< • , ' : . • .• 

(104) g'-'ttt, N-^7 , oW?7)"-3-'(2-^PP-4-^f^ 
'>7ss^ 5,,'' 7'-i?fc'KP-7o [3, 4- d] t°7 N /n' [1 , 5- 

a] tryss^ • . / 

5 (105) 8- i(N ± v'^ o/D k';Mf;l/'-N-7'n fc'/UT ^ /) -3- (2 

h^v-^a^/V) -5, Ko-7a [3, 4-d] 

^yp' tr, 5-, a] t°y 5^y, 

(106) 8- (N-^^/W- N-^n^nfcV^fvUT^/) -3- (2 
-^pp-4-/^«/7i=^) -5/.7-^tKD-7o [3, 4-d] 

10 bfy^P [1, "5- a] t°y ^v>>\ 

(107) 8 + : (N-; n-fvL tV^^-N- (4-^f^7*=A)^t 

-3- (2-^OD-4-n^7i^) -5, 

i.i 

'4— d] t°7^P [1, 5-a] f^^y, 

(108) 8- (N-^ntVu-N- (2-^f-^/W) 7^7) -3- (2-^ 
15 pcj-4-^ h*ci/7*~JU) -5, 7-v/t>'P-7P [3, 4-d] t c 

7y'o [i, 5-a] t°y 

(109) 8 - (N-7*f /P-N-^ 07*0 ;V7^ 7) -3- (2- 
7dp-4-7 f^y7x^) -5, 7-'7kKn-7D [3, 4-d] 
t°7)/D [1, 5-a] t°y 

20 (110) 8- C$-^S=f-)VT %J) -3- (2-7on-4-n^rV7x 
-M -5, 7-i?tKo-7n [3, 4-d] t'y^n [l, 5-a] t° 
y SS?^ 

(111) 8- (N-^7D/PtVMf^-N- (4-7;^P7x^V) * 
W5 7) -3- (2-^nn-4-n^77x^) -5, 7 -i?t 

25 KP-7P [3, 4-d] k'r/n [1, 5-a] k^v77, 

(112) 8- ^ /) -3- (2-^00-4-^^771 
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-VU) -5, 7-v ? tKn-7n [3, 4-d] fcT^j/p [i, 5 - a ] t c , 

(113) 8- (N-yntVU-N- (4-^^7ai^/U) tJ-jVT*/) -. 

3- (2-^ -5, 7 -S^fc Ko -7 n [ 3 , 
5 4-d] t^y'n [1, 5"-,i-]^5 5^ 

(114) 8- (N-7at°/^-N- (4-7/^D7x^) ^f^7 5/) 
-3- (2-^nn T 4-^ -5, 7-v>fc Ko-7n [3, 

4- d] tyy'n [1, 5 -a] ^J)?^ 

(115) 8 - v^->7 o f;l,7 5 7-3- 

10 i/7i=^) -5, 7-v?k KD-7P [3, 4-d]"t°7yp [l, 5-, 

■a] tru 5v>>\ 

(116) 8- (N-V^p7d fcVt^fvL—N- (4- h V 7/VtP^f/>7 
^-^) ^^757) -3- (2-^pp-4-^ h=3rv^7^-/k)'- 5, 
7-t?tKo-7n [3, 4-d] fy/p [1., 5-a] h"!J ■. •• 

15 (117) 8- (N->7n7Pt>-N- (4-7^7^-^) ^^75 
/) -3- (2-7P0-4-^ b^i/7x-;l/) -5, 7-^fc'Kn-7 
n [3, 4-d] t'7^P [1, 5-a] t°JJ^>^ N 

(118) 8- (N-7ntV>-N- (4-^77 7x=/U) 7<?v>T?/) - 

3- (2-^PP-4-^^77x^V) -5, 7-v^fcK 
20 n-7D [3, 4-d] f^'P [1, 5-a] fc°!J*v^ x 

(119) 8- (N-^p/p Wf;u-N-^f;>7$7) -2-^fvU 
-3- (2-^5^-4-7* h^i/7cc-7V) -5, 7-v^t Kp-7p [3, 
4-d] t°yyp [1, 5-a] t°y^v?^ 

(120) 8- (N-v/;p7p t/^f^-N-^WU) 

25 -3- (2-7nn-4-^ F^rV7x^) -5, 7-7kKn-7P[3, 
4-d] k°7yp [1, 5-a] try$£?> N 
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(121) 8- (N-yn t°/V-N- (2-^^W57^) 7%J) 

3- (2-^^-4-^ -5, 7- f AF 

d-^d [3, 4-d] t'yy'p [1, 5- a] fy.^v^ 

(122) 8- [ (2s) ■b^w^^y-^-' r^] 

,5 -^^;V-3- (2 -^^/V-4-7< h^v-y^/V) -5, 
-7D [3, 4-d] t°^y*n [1, 5- a] fc°y^v>^ 

(123) 9- (3-^fvW7 5 7) - 6-p< 5- (2-^^-4- 
7< h^i/7i-;u) -7D [3, 2-d] t°?y*P [1, 5 -a] t' J) 

10 fc»-|rtlb©7KfP#3c , • 

19. ^fe^> 

(1) 8-t (2-^^-4-^^>7a^ 
yv) - 6, 7-^kKn-5H-^n^ [d] t'y/n [1, 5 — a J 

15 t-y^v^ 

(2) 2-/^/^-3- (2-^f;i/-4-^ Y^iyy^=^M -8- [ (2 

5, 4R) - 4 2-t h^v-y ^/Vt°n y v 5 ^- 1 --f/Kl - 

6, Ko-5H-^D^y^ [d] fc°7 N /n [l, 5-a] t° JJ 

20 (3) 8- (1, 2, 5, 6-rh7t Knt'y^) - 2-^f;l/-3- (2 
-^A—4 a^-jV) -6, 7-^tFo-5H-^n^y 
[d] fyy'n [1, 5-a] fy^v^ 

(4) 8- (1, 2, 3, 4-7b7tKnyyar/!Jy-2-^;l') -2- 
/•^A— 3- (2 4-^ b^rV^^/l/) -6, 7-^tKo- 

25 5H-'^D^ [d] t:°yy*n [1, 5-a] t°y 

(5) 8- ( (3S) - 3-^ 2, 3, 4-rFnFn 
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I, 

>f V * J y V - 2 - 4 /U) • r ,2 - * ^/k- 3 — ( 2 - ;>< ?7U- 4 - ^ h * > 
7x -^) ^6*, Kp- 5H-^ pWyJ? [d] t e 9/n [i, 

5- a] KV.ZityJ'.' , 

(6) 8- U-y^-;^\f^y^>-i-^;v) 2 - y. =F-,u- 3 - (2- 
5 h^-^y^^/u) -6, 'y^t Ko-5H-^n-:y^ 

[d]' h'y^vi.ii, 5-a] t°y?v?> N 2 ' 

(7) 8-, (4- (2-^BD7^) tV'y.^y- 2 -^/u) ^ 2 -y^P 
/l^-3- (2-yWu-4-y Y*is7^~;v) -6, 7-i>tKn-5H 
-^^D^^y,[.d.] t°y^P [1, 5 -a] t o y$v ; > N 

10 (8) 8- (3 -=r- h3ris%/Utf~/U- i, ■ 2, 5, 6 ~x h y, t Kd t° y 

-2 7 7<^-3- ( 2 -^^-4_^ h^^y^-^) - 6 ,,7- 
^tKn-5H-^n^ [d] f^/n [i, 5-a] f!)?^ 

(9) 8 ~ ( |- ,(3->^-l, 2, 4-^-^ifv J Ty^7U-5->i';W) 
-1, 2, 5, 6-rf7t Knt°!J^) _ 2-^^-3- (2-y^- 

15 ^-4-^>=3r^^^/w) -6, 7-v i kKn-5H-^D^ [d] 
t"7^n [1, . 5-a] t°]J 5; v> N 

(10) 8- (4- (4-^nn7x^) -1, 2, 5, 6-f h7tKnt c 
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